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(57) Abstract 

Pyridonccarboxylic acid derivalivcs represented by general formula (I ) or their salts, wherein R* represents hydrogen or a carboxyl 
protecting group; R^ represents hydroxy, lower alkoxy or optionally substituted amino; R* represents hydrogen or halogeno; R* 
represents hydrogen or halogeno; R' represents optionally halogenated or substituted saturated cyclic amino; R* represents hydrogen, 
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wherein represents lower alkyl, halogeno or cyano, provided that at least one of X, Y and Z represents nitrogen; and W represents 
nitrogen or -CR' = wherein R* represents hydrogen, halogeno or lower alkyl. 
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- ^ ji^m^ 2-yf-;u-3-T£yeo'jv>-i--r^us> 2- 
/f^;u-3-v>y^;UT=/eotj>?>-i->r/i/S. 3-Tiy 

D 'J >^ > - 1 - -r ;u S . 3 - /< y ;u - T i y f u u > - 1 - ^ >i/ 
f-^ ^ > - 1 - ybS. 4 - f- ;u 7 > - 1 - >r ;us. 

3-y^yUf^^v>-l->rybS. 2-yf- yl/h''^^ 

^ S . 3 . 4 - ^ h" ^ 7 >^ > - 1 - ^1/ S . 3 , 5 - -I^ ^ 

25 ^ e ^ 5 V? > - 1 - -f ;u ^ , 3 , 3 - X y -f- ;u e 5 > - 1 - 

^ » . 3 . 4 . 5 - ^ U y ^ ;U 7 V > - 1 - >l/ S , e -n: ij 

v>-l--f^U3l. 4-T^ye'^'j>^>-l--f;US, 4-v?y 

^ ;u T 5 / t? ^ y V > - 1 - >r ;u * . 4 - h K D + •> e u >' > - 
1 - S > U > - 4 - ;i/ S . 2 - T ^ y y /u ^ ;b :h u 



I 



wo 97/1 1068 PCT/JP96/02710 

10 

> - 4 - ^ JUm. 2 - jt ^ JU 7 i y ^ /V >) > - 4 - -< /vm. 2- 
•y :f }VT i ^ ^ )V ^> > - 4 - -C /U * . ^ * 'J > - 4 - 'f 

S , * t" ^ -5 > - 1 - >f ;U S X 4 - y ^ /L- .i-. * f 7 > - 
1 - -f ig ^ N - T •/ y j:^ S . N - :t +■ I*- •/ 'J ;l/ H „ 
5 R*T^ $ n 5 «gi $ nn^T t> J; i> r 1 / » i {i , T?/aofte, 

^ /U , 7" D f 3*- j:. ;u ^ t° o 'T ;u , ^ + •♦^ y 'f ;u ^ (D T ;i/ * y 

S s / h + •> 7^7 ;u ^ ;u ^ i h + t!? ^ ^ ^ d + •> tI; 

7t-C ;b ^ t - y h 4^ •> * ;U ;K Ji. , t - > ^ ;U + •> t^; ;U ^ 

10 -'I- . + •> ^ + ■> * /I' — /I' <D fft ai T ;u 3 4- •> * ;p ^ S , 

■t ^ y^ s 7 X — :r o f 3^ r. CD T 'J - yp f& T yl/ * y /I/ S N 

7 i / 4- •> * yu jf: — ;P , :^ 7 ^ yl/ ^ 4^ •> * yl/ ;tC ^ © T y - ;l/ 

+ •> * yl/ 4C ^ yU 16 ^ 7 i y 4- ■> T -tr -f- ^ 7 i y + •> 7" a t* ;f ^ yl- 

15 ^ O T 'J - yU :1- + >- ffi; ia T ;U * / yU S . > yU Jt- + •> yl/ j:. 

yu X 7 i * f- yu 4- •> * yu ^ yi/l? © T -7 yu +• yi/ 3f + V * yu j:: yb 

S X > V? yi/ ^ 7 i * f- yb ^ > X t K y yi/ X h 'J yUp © T ^ ;u 

+ yi/Si^-c>«gi$n:fcT? / s*<^»f.?>n-5o 

Jiie-«g5<: ( 1 ) JC*>»:^5. Jf^ Ll>R'. R^. R\ R^. R'. R», 

20 X. Y, zso'w©m*-'&*5-a-<i, t^-^mm^ : i)<T I J 

{ft T yi/ + ;u T i y S . fa «i T yu 4^ yu T i J m ; R'*< d y > 
^ : R*i)<ysu f -^m^ ; X t<m.mm^ Y&iy^Z*<-CH=Xli- 
CR'= ( ^ w T RMifftar yb+ yUXXJi o y >J!^^ *g^-r ) ;W 
*<-CR»= (c CTR''li/^ay>^^^^XJi^ftiaTy^+y^S*^•r) : 
25 R»*<^(a)-C^$nsil(e = 3X{i4) :R« *<7k^m^©^-& 
"CfeOx J:0^f*OC^R'. R\ R^, R», R», X. Y. Z5 

J/Wo^a^-^*?-*!*, R' *<^K«li^^F : R'Ht^T I y m ; R»*< 7 y 
^ : R**<7 yltfil^ : X*<M3^)^^ :Y*<-CF=:Z*<-CH=: 
W*<-CC I=, - CBr=XJ±-CCH3= :R»*<^ (a) 
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±iE — ffl:^ (1) Otf'J K>*/U+:>KSI3|{*o*g«i:LTl±. 61 

Htai^ i L T li . l±' ( ) eitK4- ifOSeS^ <!: ©igs ( a ) 

4=^K. h^J^uaW^m. h <) y )\y a W^Wt . 

Miintg«tLT<±,fi»|;tii> ('f' ) •^-h'j'^A, ^«;>>A4-«t'OT 

* y ^ R <t © ifi X ( o • ) * ■> A ^ -7 * •> A /a i' O T 

*'J±S^K<t©t£, ('^' ) T>*^>;7AJig. ) h'jy-^ 

T = > , h ij i ;l/ T $ > . h U y f- /U T S > X tf >J > . N . 
N - > ^ ;u T — 'J > ^ N - ^ ^ ;u f > , N - / f- * /i/ 

'J>x v?Jif-/l'Ti>^ ->5'D'X:^^>/UTi>^ -f u tf -f > ^ -J K 
> if jvr I > ^ N-'<>i?^l/-/S-7i*^/l'T;>, l-i:7i 
:^5>. N. N ' - 'J ^ > -l^ fl' :l ^ I' > T I > U t' <^ MM ^ 

7 y ft O ^ /a t- © o y > {t ^ , T -tr h + •> -1-^ ^ t' © ig 

m T •> :r + •> ^ ^ If .a> n S o 

oT. ^^BBflC-fk-^^li, •€-©-r'<T©^B%MRU^7Kfil^L<{iS 
fiEfD«!i«-#t; ©T* * o z © e y K > * /^ d-: > SeSI#<*X 

IS "la © it !|& -a ^ ti 4 „ Hic, 5 j£f*^14f*: (i'Xl!. h 
7>xl!) <tLTfc#fiLf#. cn'i©5itt:^14i*fc*fc2|!:fgBfl© 

± le — fig ( 1 ) T ^ * n s * % CD t° 'J K > * /u .-n > K SI 2S <* 
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(Xg 1 ) 

T Ji^^;vm-c^ R•*<'^ D y > I^^T* 5 fb-&«& (la) OtSfitJi. 
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O 




R- O 



(R"0),CH ^ 




COOR'* 



■ ^OR'» 



(A) 



(B) 



10 



Z-Y 



R** O 




COOR" 



(D) 



15 



20 



R«* O 



R* O 




COOH 



1 JD*^» 




R' 



(E '•) 
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L' a V > W>^'i:Vi^ L ^ R"' It o f > ^IF ^ ^ L . R»M4 b Kn 

5 hoa«•S^U^ R'NifSa* n-Cl^T t> «t 1>T i / R*. 

R\ R*. R«. X. Y. Z SC^Wlililiei 1^ Lil^iJ^^W-r -5] 

-r *5 t> > HI Bfl <t (1 a ) « ft -g- ift) ( A ) Pi- h 4^ K 

^ X l± :^ ;U h ^ ffif > ^'U n£ <h' O :t -'I/ h 4^ K J:. X x ^H® ^ S Ic. ^ ■»+ 
TT :?UvU®?iX7^;l/^#{* (B) t Ltz'^. T I / ifk^ ( C) 
10 ^-Str. ^ -a-'ft^«D ( D ) i L . «>:UT3S<l:S£c>«C'M- L T ft ( E ) 
iL. cn^-jDTK^P-rSCtJiiOft-t-ia (la) -S-ffSCid^ 

-fk-^-^ (A) t :f Jl^ h ^ Wt ^ :^ 7- Jl^ m t <D K m It i^-^ 0 1 6 0 
X. JF*L<J4 5 0-1 5 0 X:-cnf£ t>tl . SJC£:I^R3«4x iiftl 0 

JiX7^;i/S®fiefflJi(4^ it^m (A) Jr*tLTl?*^-»i/iUJ:, 

tLXlt. it^^ (A) C3l?ttTlp^-)Hi(±. iO^t^^i^jl-l 0 
20 * itf S L I > o 

ft-^iRg (C) t(K>&mitmmmyL\tm^tz>i^^x^'ci^fitjni,o 

'i^^SSs^'fkiTK^KJS: 'J X. ^ i\, ji. — -T il> ^ ■rh-7tKo75>^ >! 

^^^^-i,^ ^y^^^ 1} fr u ^ > ti i[ o timmmm.it 

n y K -ft * « IS : ^ /U +. A T i K > y ^ vl. X ;U * + •> 
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-f a J - t£ if (D ^ -j f£ T )V 3 - it^ m if i tl i o * S IE <i 

ti. ii*io»~4 8i^raT*So it't^ (c) <oi^m&ii<t^m 

i /c SiJ it t U T . <b !fe ( A ) {r N . N - V y f- ;u ;i/ A T i K 
V p< f- ;U T -tr ^ - /l/ , N - y ^ ;U A T 5 K v ^ T -tr ^ - 
U f <D T -i: ^ - fl^ m 'S: S.m ^ fz . it^^ (C) ^SfT^^-ttX 

<b-^«S> (D) ^m<z.t^-c^^o r-t^'-/HitoSJ£:jri$ffl$ 

-1 sot:, »*L<i±^a~i oo'CT-jri^n. s.mmfsiii. m 

(D) *S8YtS££:irft LT<b-&«5 (E) *»-5MJEc; 

^ 1/ > , 5' o □ * ;U A . mi^it^mu t <D ^ ti a f > itm.<t7i(. 
^ 3i : ^ :^ y - . a. y - , ^ o /^• y - ;l/ , y ^ J - i\/ ti ^ ay 
J: -7 T -rl/ 3 — /US ; > ^ /I/ A T i K ^ y yU X /U 4- •> 

K <c i- o J: o « *r o h >liStt^»E*<^«f t» n -5 o s fcttffl $ n 

« tS S 14 -ft !Kl t t -Cli . :^^'J'>A, ^i5/7'J'>A<£i'OJ: 

O flT )\^f) 'J ^ JS S ; tK * -ft :^ h V O A ^ {^iJ iV'y ^ U U E <r> 

J:9«^«*mffc'ia : TKBeft^ h 'J ^ . *Slfl:* 'J t?A, 

•> K ^ h 'J A i h + •> K ^ * 'j A - t - r h 4^ i/ K ^£ <!: © J: 
•5 T yU 3 + v K : 7 -y -fk :h h >17 A , 7 -y ft * 'J •> A f CD J: 
■7 *i #S 7 y -fb!^ : h';j:-?^yl/T;>, 1. 8-vT-tfti->i'o [5. 
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4. 0] ■>>f=^-t> (DBU) i-® J: ^ .^nSo 
*<J:<. Sic.liiil^5^-2 4I^BaT**T-rSo ifiSttft^'feOi^ 
* /U *< J: I ^ o 

R**OTiy«ais«.Kai-r«ct<rj;*}<t:'^'a cia) z t 

t ii ffl T # s *< , X. <4' . tK K <b h 'J t7 A . 7K K ft * u A , ^ 

KtH h U A . ^SE * 'J A i' O^Stt^t^igi ; Iggj. SSB;. II 
it^MWi U t' <^f&Wt : i c v{± p - h /u jc > X > 'a <k' © W SI 
ef^o#:ffiT> / if y - fv^ I- 9 y - )\,^ ro/^y-^u/iiro 

p^jia^ 1 ~2 4I^H|-C**„ 

(Six — «^ (1) 'fR»*<«»^nTl^TfcJ;l^Ti/ST*^.<t 

^*5f<t LTffil^TBlJI^SIi>^^T9 c i J: 0 rb^!^ (E) tLtz'^^ 
Lfzm. ij A^:^> i^m&^jsstmt ?> z tizj^t, ±^ift<& ( i a > 

(XS 2 ) 

±id — te^ (1) ns:*:5SB^Ofb'&'K><5D •? R'A-ifiSlS 
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R'. R»s R\ R*. R"*. R«. X. Y. Z R W lim^d. t m 1:^ 

-ria*>*., fk-^ia (F) ^R" - H $ n 4 <fc-g-!Ki«^ffi t^T 
Tiy-fb-rscitcj:!? <t-^<gs ( g ) <i n -5 « 
*:SlE:ii> '<>-fer>, h^Ui>, + >u>/i<ifoj:^fx5?#S6^ 

^1/ S : fb / ^ U > , D D ;h ;U A . Eg ig fb ^ # n£ <t' © J; -9 /N o 
f > itm.it 7i^mU : V / f- .-^ ;u A T i K . V y ^ ;u X ;u 4^ •> K . 

- h >) Jl'. f U > 1^ CD . S (C # ^ ^ ;t ME 4" . 'i:^ ^ Ic. 

h'J't'A^ h'Jif-^l'T;>s 1. 8-i?7-»ft'->i'0 [5. 4. 
0] •>>x-fe> (DBU) /i^©#^flET^^&~16 0'C^Ci^(,^T^T 

T*S„ -fb-^'feR"- H©{£ffla{±fb^«& (F) IzMLxm^ fi'5H±. 

jfiL<i4ip*^i/~5<Sft/i/i-rsfflA<j:i^o ntfcx fb-g-^i (F) 
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(Jim 3 ) 

— »^ (1) -cat? $ n s ^k-g-*^© -5 ^ . R' + v^giii 
it $ tl s . 




(H) (I) 

R'> R\ R«. R», R», X, Y, zRuvf iimts.i:m i^mm^m-r 
■rn£ 45 {b-g-itei ( i ) lifc-g-^ ( h > ir /n o y > fk-^^^R'" - l» 

U > . 5' o D A if CD J; ^ 4- a y > ft ^ <b tK m S ; ^ ^ >iU 
A T i K . ^ ^ -'l' + -> K if CD «fc -9 ncl^ 7" D h > S 

i > . V D e /l/i -f- T i > > •>' •> ^ D ^ + •> ;u T 1 > . D B U . 

mWt-f- h V <y ^ . ^Se^'J-^A, TjcBf^bTf-hU-i^A/jrifCDi^/iie 
2l14<b"&-i|ao^5ET<r?foct*<Jiif*Lc>o it't^ (H) 

±£ (Xgl) XI4 (Xg2) JCj;0f#-5^<!:*<T$So 
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-> ;uS^*<#«E-r SS-^li , C n L /rJg-Cffi i^, SIC 

S*«<?S<rl^ffl^n* ( "Protect ive Groups 
in Organic Synthesis" Second Editor, 
T. W. Green and P. G. M. Wuts. John 
Wiley & Sons Inc. 1991)o 
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W.nit-^<& (C) {iffiseo:6-j*irJ;oT$!iit-r#S*<. — 

fiP^. D y > - T ^ >isijis0c?jei^. 6 M « JiSt -r 

5 ^^/^^-irite-^ t T 4 o y > J!^^--s- T > ^ -7 ^ T ju^ )\,-r 
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Z-Y 
(/ V-Hal 




Hal 



Hc'-NHt 



Z-Y 
R^-^^Hal 

Hc'«HN 



Hc-NH, 



Hc-NHi 



R^ 



Z-Y 

V-NH-Hc 




Hal 



Hc'-NH, 



Z-Y 

R3— (^^NH-Hc 
Hc-HN 



Z-Y Z-Y 
R'-<^^NH, R'-^'^NH, 

HiN Hc'-HN 
C±iejS;1'. Ha 1I*F. C \ '^u f '^U^ . He -NHSCJf 

He' .NHji-tn-t'tiejftT-y «xiifiigi«-efi^ $ n t ; 

y3lT*»3x He • NHiSyfHe" • NH, (i-tOT; >T*S„ S 
^R*Mit K u + •> ^l/SXJiiftiaT ;u 3 + •> H^^-r o R\ X. Ys 

CwT, B 6 SS±<0Sife2 (R\ SO^X. Y. Z 

*<-CR' = xii-CH = -cifesit-&iiR'&U''7K^<^d^) <rstj£;-rs 
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A^^Mi£ o Y > S^^mm 6 Mm<t^^ ^ tii^^n t LX s 

fl*|!|«j*?fSci*<-r^5o «l#<-Wffln£±ieaSlS3£filRic:<i: 

^'>-'7>S{p{'J:-:>T!Sij<D''Nny>j^^-f>->Tysira^-r-2):;i5' 

'^oy->il^F-^-t Ko4->S{c®^L, Mfrctl^'ND'!r><l: 
') > ^ :t + •> /^ D y > ft 'J > T to g -r 5 i »C J; o T glj CD '^ o y > 

J: o T tK^®^ B«i-r T )V =3 ^ > fj ji, t: - /u»^ r -> /u 

K -7 -f Kfb^ianc 4: j= J; o -ciiTc L {ftusar /u + ynij- ass 
■r s :^^^> * /u ^ •> -lus* jk* ;u + •> ^usir.*- j: X7i(.mm^ 

- t iUr <i 4 ^ ^ *< * S o c 4a ^> © ^ ^ <r {4 , T ; / S *j i ^ 
T 14 7 7U -< i K fk n£ i' I- i o T . $ t K D + •> S -C (4 > i> yu 
^+->{tn»:<*:{lJ:oTlSau. B)TM©^,ifrl!Jfc«a-rni4J:lNo * 
f:^. iiiStCit'fHa l"e^L/c'^oy>-Ti>afilSCL:<rM-^ 
-r o y > ^ ti , !^ |g ^ ^ I, CQ -J. ,^ I , ^ S ® ii5 
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R* R» 




X 



Z-Y ^_ Z-Y 

R'-^\>-NO, ^ . R3_^y.NH. 

CR", R\ X. Y. Z Ji JilEi ^«cD«!5|c«-^-ro D 

*li|iWoJii£ — fiiC (1) T^sn^fb-^^rXJi-toiSlix J/tffi 
IS ^<!:LT. Sit. jiitlg. .^.mm<^^}^l&0^^> L < Iti&ii^ 

t f# S ® 7K ^ L < li 1^ 7K ^ . S S ?iS ^ L < (i ?L jB ^ tf ^ ti 

25 7 ^ ^1/ ^ - j: J: S aiiSir J: 0 s X « 1^ ffl H hu ir « M »J * 

# »J . ^ Si m S O' l§ !te SiJ 1^ ^ JD ;c S c i -e ^ S o 
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?L ti X {4 -c -S! i s ^ -r « o - o Si ?PJ <4 * a ^ (D «[ Jfij -ft ir 

m^y^O . l-'1 000mg/kg,il${C*tiO. 5~100mg/ 
Tfi^-r 5 C <k T # -5 „ 

2*: 51 li - n ^> <r fig ^ $ n 5 0 T 14 „ 

im^m 1 ] 
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2 - (t--f^Jl'Tiy) - 3. 5. e - ^) y u > (D 

2. 3. 5, S-rh'yy JUyfae^) if > 11. Ogit - ^ f- 
^UT$>18. 5g«-40mlOT-th— h'J/HCSD;i, 60°CT' 

3Br^«tr#L/co^, mmm'^i^KT^^ L fz. mmi~ I o om i 

t LT9. 7 g©^ IS ft -^^^^^ /Co 
'HNMR (CDCU) <5: 
1. 45 (s. 9H). 4. 40 (brs. IH). 7. 16(cidd. 
J=7Hz. 8Hz. 9Hz. IH) 
2 D 

2-^>-:^;t/T;y-6 - (t-r^/UTSy) - 3. 5-i^7yb 
:t o b' 'J > g) B£ 

2 - (t-y^f-il'Tiy) - 3. 5, 6-hU7;U;J-Dfyv> 
9. 7g«-15. 5g<D^>if)UTi>tt^lz20ml<DN-ji 
^ /i^e a >) K > ir tin ;t > 1 Q 0 'CT-mm.mi^ L tz o tt)% LfzW:. 
5 Om 1 0^'DD+wUAj£-Snx., 5 0 Om 1 ©ISSTKTSEJjJfc^L 

C # # 3 ] 

2-T;y-6 - (t-yf^;i/T^y) - 3. s-v^^^u^raeu 

±ieotfti!i2-Ox7UTiy-6 - (t-yf^;l/Tiy) - 3. 
5 - -J y :f a If ') > (D 1 0 . 7g*l. 10g©1096 >'«-7v? 

3. 8 g 0>mi^Wt t t h IZ 6 Om 1 <0 / 9 / -/HcSnx.. 

iL/Co SSSl^l 50m I Oi'oo^yUA^Sn;!, 8 Om 1 <D1 0 
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-cmmm L tzo 9 ^ ^ i*m^'^t>^xmi^m^^ ^ ^ 
* /p A ) ^4^t^ i L T 3 . sgoanefk-e-^^-^ffco 

5 'HNMR (CDCl,) 6; 

1. 43 (s. 9H). 4. 11 (brs, 2H). 6. 94 (t. 
J = 1 0 H 2 . 1 H ) 

i%mm 1 3 

J^-^^U 1- re - (t-7"^;UT;y) - 3. 5-i^7/U^of 
10 'J>'>- 2--<yb1 - 8- ^on-6. 

V- 1. Ko^ / 'J>-3-^^U;h'4->U'-hg)-A>Bg 

4. 20g©3-i'Dn-2, 4. 5-h'J7;U5j-oA:>-/.f;U 
ftSfi^-r^i;:^T•;^*^^»^feJCJ:oTf^J5!^Lfc3 - J. h + ->-2 - 
<3-i'OD-2. 4, 5-h'J7;U5l-n'^;>*/-f-»U)T5'"j/USe 

y-6 - (t-y^^uTiy) - 3. 5-i>7yb3j-otr'jv^>3. 

feo r^tljr, 4. Og<D^7Kp^»:^'J':7Ai8mlON. N-i^/ 
f^/U+wUi.Ti K*in;tT9 0'C-Cl 0^3-}»J$L^Co &?^L. 5 0ml 
20 ©^OD+wl/Ai5 0 Om 1 ©l5a7K«-Jn;tT55-jK. oi^Ti'ao 
.■J-wl.AJi;S-, 5 0 0ml©ma7KT'2[5Ii}fe?#L/-'^> «l7KiKig?-7i^ 

* -> A r l^i^^j^ETir stfg Lffltg L /^o Ifr m 1^1 ^ at If . i y - 
v-rv:/'ot°>'Ux--7^;K©J||Urj5fe-5T, 4. 6 7g®eiid<b^ 

25 i!fe.i*f:203-205'C 

'HNMR (CDC la) «5 ; 
1. 39 (s. 9H). 1. 40 (t, J=7H2. 3H). 4. 
40 (q. J=7Hz. 2H). 4. 70 (brs. IH). 7. 
21 (dd. J=8Hz. lOHz. IH), 8. 31 (dd, J 
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=8Mz. lOH). 8. 50 (s. IH) 

- re - (t-y^yuT;y) - 3. 5- 

V 7 ^1/ ^ g ij V > - 2 - ;U ] - 6 ■ 7 - -7 ;U :;r o - 4 - ^ 
5 V-1. 4-vb Ko^y U>-3-7!7;l/.-K^>U-hg)-A-g£ 

1. 32g03-7'o*-2, 4. 5-h'j7/U5t-D'<>/-<;l/ 
^ ^ j:- X 7^ fl^ h> m J: ^ X it ^ L tz 3 - J^ h + > - 2 - 
(3-:7'a*-2. 4, 5-h'j7;l':*-D<>'/'f/l/)T^''J^bK 

10 -6 - ( t - iVT i y ) - 3, 5-y7;U3fot°'J-:^>*TLC 

1. 2 g O^m^i^WtfJ *) O t 2 m I <0 N , N-v»>f^;U* 
;UATi K*iD;tT9 O'er! 5 id-mW L fz o ISC?^ L, 3 0 m 1 CD 
IS ^'OD:^^^Ai3 0 0 ml©IKS*^£■lra;tT^}Rx oiA-ri^na.+. 
/UAH^-. 3 0 Om 1 ®35a7Kr2|li5fe»L/c^> ifTKfittSfvr* 

-'U , V -r V D k° ;u i - -r ;KD im »Z j5fe o T . 1 . 4 1 g £0 |£ 

20 1*,*^ : 1 9 8 - 2 0 3 

'HNMR (CDC I3) 8 ; 
1. 38 <s. 9H). 1. 40 (t. J=7Hz. 3H). 4. 
40 (q. J=7Hz, 2H). 4. 71 (brs. IH), 7. 
20 (dd. J = 8Hz. lOHz. IH). 8. 36 (dd. J 
25 =9Hz. lOH). 8. 54 (s. IH) 
Cll ifi 0IJ 3 ] 

J:f-^U l-r6-(t-y^^UT;y)-3. S - -7 )\^ ir u M 
Uv>-2->r;U] - 6. 7. 8-h'J7;U^n-4-:t^V-l. 

4- vt: Ka4^y 'J >-3-7^>>U:f:4^>b - hcD-g-fig 
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0. 27g®2. 3. 4. 5 - 7- h ^ y JU :t a ■>< > / -f WpWt -x. 
^;^JllX•ry^*^^,^|r*^rJ;-,Tf^^L/c3-i^ + v- 2- (2. 

3. 4, 5-T-h-77;U;i-D'<>'/-f>U) Ti''J^UK-i--f-^l'iX-T- 

^l'*^gA-Ly::i'oo;^;l,A^&}B[lml»r. 2-Ti/-e - (t- 

yf-^UTcy) - 3. 5 - 7 yU:taf 'J v?>«-TLC-CS it -S-it 

CO^tt^MffiTJcSltllLfcoJ^Sir. 0. 6g<D»7K^g?^'J':7 
AilmlcON, N-i^yf-yl'^fwUAT; K^JDX.T90°CT'15 
^Ut^L/io flC?^Lx 3 0ml®i'no+v;uAi3 0 0ml©s5tS 
7K-$:inx.T^?B[. oi^T^ OD:*-. /UAli^, 3 0 Om 1 ©^^tKT 

» : 1 7 4 - 1 7 8 *C 

'HNMR (CDC 1,) S ; 
1. 40 (t. I 1 M 2. . 3H). 1. 42 (s. 9H). 4. 
40 (q. J=7Hz. 2H). 4. 71 (brs. IH). 7. 
25 (dd. J = 8H2. lOHz. IH). 8. 16 (ddd. 
J = 2Hz. 8Hz, lOH), 8. 48 (s. IH) 
CUtS^tj 4 ] 

x.^ )\, 1- re - (t-T-^yi/T^y) - 3. 5--;?7;i'7fDh° 

'->>'>-2-^^ Ul - 7- :^oo-6-7/l.^D-4-:t-4^y- 1. 
4-yfc Kp-1 . 8-^7f^'J v>-3-:<7;l/»'4^>U-hCD-A- 

0. 27gcD2. 6--:>i'oo-5-7;l':toJiaf-y-(';Htge 
Ji ^ ;Ua: X -r /U*^ ^»?j?^{r J: o TftiK Lfc3-ih + >- 2- (2. 
e-v^^fOD-S - 7^U3t-Dj::.3^y^'/U) ij ji, ^ ^ =f- )\, x. 7, 

7^/^■S•^*^L/c^oD*/^A^jKlml^-. 2-T=y-6 - (t 
-yf-yU) Tiy-3, 5-v'7;U;fot°U-:?>«-TLCTSlc:* 
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AtlmlON. N-v^^f^^l/^^l/ATi K*lni;tT90'CT15 
^IK^L^o J!t?^C^ SOmlO^oo^-wl/AiSOOml^sSa 
7K*jDa;tT^!K. ot^T^'op;i-. ;»UAJ1$-, 3 0 0mlO^@7KT 

irz5fe-^T. 0. 1 9 g 0^ia^b^«5;t#feifeB°B i L -c?#fco 
it,^. : 1 5 8 - 1 6 0 1C 

'HNMR (CDC I3) d ; 
1. 39 (t. J=7Hz. 3H). 1. 45 fs. 9H), 4. 
40 (q. J = 7Hz. 2H). 4. 68 (brs. IH). 7. 
27 (t. J=9Hz. IH). 8. 48 (d. J=7Hz. ). 
8 . 7 5 is. 1 H ) 

1- ( 6 - T I y - 3 . 5 - if y fl' :t a \i > - 2 - 4 )\^) - 8 

y u > - 3 - -fj Tj-: m (D 'k ^ 

x-f-zU 1- [6 - (t-yf^/UT;/) - 3, 5--:/7/U:ro 
f'Jv>-2-'f;U] - 8- ^'DD-6. 7-vfyjl'7fo-4-7t 

+ V-1. 4--:;tKD + y'y>-3-*-rt/^:4^>u-h4. lOg 

*i om 1 <D 4 mm^wtt 1 om 1 <D »wt <o mm ijo x. X . smtsi 

mWnaf^m^L tz„ 2 0ml®3KS7|c«-j!ni;t/c'*fit?^U. vfm<^i 
aSlt. j:.^'/-;U^ v>'fy:^Dt*-»UJL--r/K?5lRci5fe-9T3. 3 2g 

Itt* : 2 8 0 Ji 

'HNMR (d,-DMSO) 6 ; 
6. 80 (s, 2H). 7. 99 (t. J=9Hz. IH), 8. 
38 (t. J = 9Hz. IH). 8. 93 (s. IH) 
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2-A;>y;UT;y-3. 5. 6 - y a if ^) if > <D ^ ^ 

2. 3. 5. 6-7-h-77/U;*-Dt°'Jv>12. Og<i:'<>v?;U 
Ti>18. 0g*5 0ml©T-th^h'J->HcSD;tx 2^(311^ 

W^Wl ^ ^ tl' 'S: ta ^ ^ 1 5 0ml ©^®7K. ot^Tl 5 Om 1 ©1 0 

v-t^ATfg^^j^ETJriSfigL, ^Jlfeoritfei^iLTl 6. Og 

'HNMR (CDCI3) d : 
4. 58 (d. J = 6Hz. 2H). 4. 81 (brs. IH). 
7. 23 (m. IH). 7. 35 (m. 5H) 
5 ] 

2-T;y-3. 5. 6 - b >) V ^ a if ') if > <D 4t ^ 

±^<OtSLSl 2 - fl' 7 i J - 3 . 5. 6 - h y JU Tt- n if ^) 

if ><D 7 . 60g^0. 55g©1 096'«7v?'>AK5Ri:2mlCD 

ftiltt><r4 Om 1 ^ y-7ncinx.x 5 ox:t — g^7K7S^Jn 

^ ^ ^ > iZ ■^fSc L X m.J& . 3. 8 5g®^|£<t^'^^4^fe@1*<!:U 

'HNMR (CDCI3) <5: 
4. 53 (brs. 2H). 7. 27 (m. IH) 
C # % 0>J 6 D 

2-7; y-3. 5-v?7/U;fo-6 - (D-yh4^v<>-:;/UT 

^ y ) e 'J -j^ > © -A- bS: 

2-T$y-3. 5. 6-h'J7;U:1-ab°'Jv>3. 90g-$r, 
7. 60g©p-> h + >'^>v?;UTi>d:4:t)jrl OmlON- 

y ^ ;nf D 'J h' >izijaA.. M#3?ii^T 1 4 ox:t — S^CJSt^^Lfco 

WCi^ L fz'ik . 5 0ml©i'no*/UA^-jD^, 5 0 0mI©sSfc®7K 
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i«£ET<-a8«l if ir^y ■( -tzHL C •> >) ij f jU 3 2 g ^ 

i^tiiiSL : ^'Dod-wi/A) igEl^fe©?4tt'Kj<k Lt4. 5 0 gCDfia!© 

'HNMR (CDC I3) 6 ; 
3. 80 (s. 3H). 4. 18 (brs, IH), 4. 49 (brs. 
3H). 6. 87 (d. J=9Hz. 2H). 6. 99 (t. J = 
lOHz. IH). 7. 28 (t. J=10Hz. 2H) 

■x.f-;l/ 8-^PO-l - C3. 5--:?7^U;t-o-6 - (p-^h 

4^ > a: > jt, r ; y ) e* 'j > - 2 - ^ i - 6 . 7 - ✓ 7 :^ o 

-4-:i*-4-V-l. 4--:^fc Ko^y 'J>-3-/7^P:K4^>U-h 

2. 52g©3-^'Do-2'. 4. 5-hU7-»l'3t-D'<>'/'f/U 

(3-^'DO-2, 4. 5-h'J7^l'3t-o'<;>'/'r;U) T if ') Ji^M 
xf-;UjtX7^yU^^*^L/c^'DO+x;i,A^;S3[l 8m 1 2 - T i 

y-3, 5--:^7;i/5t-o-6 - (p-y h + /I/ Ti/) b" 

2. 5g(D^7K^®f5'7'J'5'Z»i6ml<J!)N. N-i^^f-^b+vyUAT 
5 K«-jDx.T90X:T15^!t«JLfco SOmlO^oo 
5 0 Om 1 <D^S7K«-Snx.T^tt, -^t^T^oo*^^A® 

5 0 Om 1 (DmsA<.-c 2 m&ci^ L tzut. m^mwt ^ if <7 ^ 

i ^ y - ;UTi5fe o T , 3. 2 0 g (Dm^lt^tfia^n^Vi^ t 

L T t# /c o 

iai*:197-200T: 

'HNMR (CDC I3) <5 ; 
1. 40 (t. J=7Hz. 3H). 3. 80 (s. 3H). 4. 
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41 (q. J=7Hz. 2H). 4. 48 (m. 2H). 5. 10 

(brs. IH). 6. 83 (d. J=7Hz. 2H), 7. 20 

(d. J = 7Hz. 2H). 7. 25 (dd. J=8H2. 9Hz. 

IH). 8. 31 (dd. J=8Hz. lOHz. IH). 8. 47 
( s . 1 H ) 

i^mm 7 :i 

1- ( S - r i y - 3 . 5 - y y Jl- :t u if <) if > - 2 - ^ ) - 8 

- ^ a a - 6 . 7-ify)l'^ZJ-4-:t^y-\. 4-vbKa4- 
/ ') > - 3 - :^/u^:>SgcD-A-«K 

i^-ZU B-i'ao-l - [3. 5-v7^U:tn-6 - (p-^ 
h ^ > ^ > i> T I J ) e U > - 2 - -f /U ] - 6 . 7 - >! 7 71/ ;f 
u-4~-t^y- 1. 4-vh KD + y 'j >-3-y>;i/H-:+->u- 
h 3. 0 0 g«r6m 1 ©43K^t£Ki 6m I CDft»©jg«[l-llD^T, 

•>3 >UTi5fe-:,fc„ 1 Cm 1 o-i-i'y-yu^finx.i^HJjt^Anfftia 

SiEL/^ fif?&s &aL#ftU1&*--r*>-r— >'3>LTfl)l»9s fz tz 
1 Oml©^DD;nyUA^jD;tll^PBl«8fiJjD«i]S«E, ac?^LWai1*» 
* . i y - , •>' V r D t° i - -r 7U CD Wi gfe -5 T 1 . 2 5 g 

C H ifi 8 3 

1- ( 6-T;y-3. 5-i/7;U;t-De'Jv>-2--fjU) - 7 

- r (3S) - 3- T;yh°D'Jv>-l-^yUl - S- i^oo- 
6-7; U:^o-4-^^V-l. 4-yb Kp4^y'J>-3-y!y;l> 

> ^ g) Bfe 

1- (6-Tiy-3. 5->'vyl':t-Dh°'J-:^>-2-'l';i/) - 
S-i'oo-e. 7->'7;l/:i-o-4-;t- + V- l, 4 - if t. a 
+ y'J>-3-*yU+:>Bf60mg, (3S) - 3- Tcyt°D'J 
•✓>6 0mg^:2 5 0mg<DN. N - if y 7h Jl^ I. T I KlrJD;t^ 
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9 O'c-c 1 ^mtal^m^Lti^ 1 m 1 ffli^ y - Ji"^ia x.fz^^tk}^ 

ffi-tB^^rZtaSl, X. if - JV^ if ^ V -f a If JV - 7" fi> <D j!k 

: 248-250T (^») 
5 'HNMR (de-DMSO) <5; 



1 




73 (m. 1 H) . 2. 03 (m, IH). 4. 67 (m, 


2 H ) , 


6 




75 (brs. 2H). 7.95 (t. J=9Hz. 


1 H ) . 


7 




98 (d, J=14Hz. IH). 8. 73 (s. 1 


H ) ( — 






•> ;U Ji tK O >^ D h > i m o T *IJ SO -C * T l> 


) 










7 




(3-T;yT-tf^>*>-l--f;U) -1- ( 6 - T I 


y - 3 . 


5 




'J y Jl a \f *) > - 2 - Ji") - 8- 9ojd-6- 


•7 ;U D 




4 


-:t + V- l. 4 - t. Ko4^y > - 3 - ij JU 7^ > 






1 


- (6-T^y-3. 5-v?7;l':tat''J>'>-2- 


■i Jl') - 


8 




7-i;7;l':fD-4-5t-+V-l. 4- 


if b. K o 



4-y'J>-3-:*;l/d-:>i|l OOmg. 3 - T i / T -if ^ i^ > 
K*g80mg. N-/^;l/tro«J v'>l 5 0mg^3 5 OmgCDN. 
N - V / ^ ;U ;n A T i K ir tin X. , 1 9 0 °C T d L » 1ml 

(O X. 9 y - =^ m ^ 'ikm^ L . Vt ih^ ^ m.M . jc^y-yu, 
20 vyot';UJi-7^yKD)Illcz5feor, 8 6mg©iBiieft-&-iK(«-»fet& 
31? .t t T o 

ftk.^. : 260-263X (^») 

'HNMR (de-DMSO) 5 : 
3. 73 (m. 1 H) . 4. 09 (m. 2H). 4. 67 (m. 2H). 
25 6. 74 (brs. 2H). 7. 86 (d. J = 14Hz. IH). 
7. 94 (t. J=9Hz. IH), 8. 68 (s. IH) 

:mmmi o ) 

1- ( 6 - T i y - 3 . 5->'7;U7i-pfc°i)v>-2-'f/l/) - 8 
-^pp-6-7;l/^D-7 - (3-y^;UT ^ / T f- if > - 1 
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--f/U) - 4- :^4^v-l. 4-v'fcKo^y»J>-3-/7;U*-> 

1- (6-Ti/-3. 5-vJ7yl':1-ne''J v>-2-'fyU) - 
8 - ^ a a - 6 , 7--:^yj\,:ta-4-yt^'J-l, 4 - if h y a 
5 +>''J>-3-*>»l'--n>K90mg. 3-yf^>UT;yT-t?f-i/> 

— ^Klg8 Omg. N-/f-;Ut''uU v>l 6 Omg^-4 0 Omg 
ON. N - if ^ )V4-^JV 2.T i KJrjDX.. l^H9 0^Tit^Lfco 

10 ^ Iffi fe t& ^ i L T o 

14.^. :25 9- 265'C(^j») 
'HNMR (d,-DMSO) ; 

2. 20 (s. 3H). 3. 48 (m, IH). 4. 14 (m. 2H). 

4. 64 (m, 2H). 6. 75 (brs. 2H). 7. 86 (d. 
15 J = 14Hz. IH). 7. 94 (t. J = 9H2. IH). 8. 

6 8 ( s . 1 H ) 

immm 1 1 ] 

^ ~ ( B - T I y - 3 . 5-v7jl/:^obf'J-:^>-2-^yU) - 7 

- ( 3 - T I y -3-y^;UT-tf^y>-l->f/U) -8-:yoo 
20 -6-7 7t/:;<-n-4 -:^4^V-l. 4 - t a ^ y *) > - 3 - ii 

> H» CD ^ fig 

1- (6-Tiy-3, 5-v7;l/:*-ot°«J-:^>-2-'f;l') - 
8-^7Da_6. 7-v7;U3i-D-4-^ + V- l. 4--:?tKn 
+ y - S - ij JV ^: >Wt 8 0 m g . 3 - T i y-3-yf-;UT-t' 
25 V? > — IgKtg 60mg^ N-y^/Utfogvf>150mg«-350mg 
©N. N--:^y-?^;U,i-wUATi KJrJnx. 4 0^ia9 0'CTitl$L 
/Co 0. 5ml©i^'/-;U*Jox./c'^tt}^L. Iff Hi <^ MIR . ^ 
^'/-vl'-CiSfeoT, 6 4mg ®^IB{t^'«!i;t^J|fe«9 5|5i L T ?# /c o 
i* : 2 8 0 "C JBt ± 
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'HNMR (de-DMSO) 6 : 
1. 35 (s. 3H). 4. 19 (m. 2H). 4. 30 (m, 2H). 

6. 75 (brs. 2H). 7. 86 (d. J = 14Hz, IH). 

7. 94 (t. J=9Hz, IH). 8. 68 (s. IH) 

5 immm \ 2: 

1- (6-T;/-3. 5--:^7;U;i-oe'Jv>-2-'f^U) - 8 
-^7XJu-6-y JU-tn-l- (3-t KD4^>T-fcff-v>-l - 
-f;U) - 4--:>bKn4^y'J>-3-7»vU5t-C>ag' 
3-h Ko^'>T-tf-?^-:^>^<D^ia 
10 1 - ( 6 - T i y - 3 . 5 - >f 7 2f o f 'J •>' > - 2 - ) - 

S-i'oo-e. 7-v^7;U:*-o-4-^ + V- l. 4--:?tKD 
+ yU>-3-*/l'4J>Kl OOmg. 3-t Ko + >T-tf-^>'> 
igil*g60mgx N-yf-;Ut?D«J-:?>l 50mg«-800mg© 

15 y - . 'f V r o t* i - 7" /U© Jd C iSfe o T X 5 6 m g © S IE ft 

at . ^, : 1 85-1 90'C(^ft?) 

'HNMR (de-DMSO) 5 ; 
3. 45 (m. 2H). 3. 65 (m. 2H). 4. 14 (m. 2H). 
20 4. 39 (m, IH), 4. 46 (m. IH), 4. 68 (m. 2H), 

6. 70 (brs. 2H). 7. 80 (d. J = 14Hz. 1H>. 

7. 91 (t. J=9H2. IH). 8. 52 (s. IH) 

CUMfi^J 1 3 } 

1- (6-T;y-3. 5--:^7/b:»obf'Jv?>-2->f;l/) - 8 
25 -^00-6-7 /U:^o-7 - (3-b Kn^^T-tf-f--:^>-l- 
^/l/) - 4- ^4- V-1. 4--::^bKo4-/'J>-3-/7/l/:f:>a?' 

1- (e-T^y-S. 5-v-7 7l/:*-otf'J-:>>-2--r;l') - 
8-^00-6, 7-v?7;U;^D-4-;l-^V-l. 4-vbKD 
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4->/'J>-3-3(7/U+:>K300mg, 3-t Ko^^vT 

^St^ 1 lOmg^ N-/f-;Utfo'Ji;>300mg-$-2000mg 

5 ^l-. v^-fvyuf^Ui-T^/UOJISjrifcoT. 2 22mg©)BI i£ ft 
«S * fiH fe » 5^ <t t T ?#fco 
ja*: 234-238t: (^») 
'HNMR (de-DMSO) <5 ; 

1. 67 (m, 4H). 2. 24 (s. IH). 2. 38 (m. 4H). 
10 4. 18 (m. 2H). 4. 47 (m. IH). 4. 71 (m. 2H). 

5. 73 (m. IH). 6. 75 (brs. 2H). 7. 86 (d. 
J=14H2. IH), 7. 94 (t, J=9Hz. IH). 8. 
6 7 ( s , 1 H ) 

immmi 4 ] 

15 1- (6-T;y-3. 5 - y )U Tt a kf t) if I, - 2 - ^ }U) - 8 
~^aa-6-y)l/^a-4-ylr^v-7-if^'7-jy- 1. 4- 

Ko^y U > - 3 - i3 fl^:ii >SKD'^tS 

1- (6-Tiy-3. 5-y-7;i/3i-ot°y>?>-2->r-'i') - 

8 - ir a a - 6 , l-'J7)V:^a-4-:^^^J-l, 4-vtKo 
20 +y';>-3-yi->UjK>K50mg. f'^i^v^SOmg^WOmg 
© N . N - y ^ ;u A T i K ic it . 1 ^ 9 0 t: T 1st L o 

*^0. 3ml©Ji:?y-;U^:]!in^TS[?^L. WUi'^^zSlX. J:. y - 
. y ^ o t° Ji - -r ;KD m IC Z5fe T . 3 3 m g (D ^ la ft -g- 

25 ik,^t:273-277'C(^3-») 

'HNMR (d.-DMSO) d ; 

2. 82 (m, 4H). 3. 16 (m. 4H). 6. 76 (brs. 
2H). 7. 95 (t. J=9Hz. IH). 8. 05 (d. J= 
12Hz. IH). 8. 79 (s, IH) 
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im^m 7 ] 

3. 5. 6-h')yJl':ta-2 - ( / ^ T I / ) fcfUvXD-^Bi?. 

2. 3. 5. 6--fh77;l/:1-nf'J-:?>4. 5 g t / T I 

> ( 1 0 %7i(.^7&) lOml^lOmlCDT-bh— 
5 O'C-e 2 ^^It^L/wCD*., 5 0 m \ 9 a n 7t^jVI.^m^. 2 5 0ml 

/c o 

'HNMR (CDC la) S : 
2. 99 (d. J = 5Hz. 3H). 4. 53 (brs. IH). 
7. 20 (ddd, J=7Hz. 8Hz, 9Hz. IH) 
L^^m 8 ] 

2-<>-:^/l/T;y-3. 5--:?7/l/:^p-6 - jji^/UTiy) 
e 'J V ><D >^ B£ 

±iS©3. 5, 6-h«;7/l'3j-D-2 - (y^^bT;/) f'Ji? 

1 0 g (O ^ > if fl^T I i:i:i{:2 Om I ©N-y^ 
/I/ f D y K ><r AO ;t , 1 4 0 x: r i 9 i^mmw LfZo ift ?^ t , 

5 Om 1 ©^Dod-wl/A^-Snx. 2 0 Om 1 ®?5ES7KT6liIi5fc^L. 

i: UTfflSiCD^ le ft. %J # o 

2-7^>'-3. o--Jyjl':fo-6 - ( ;f ^ JV T i / ) b°'Jv?> 

2-'<>y;Ur$y-3. b-ifyfl^Tta-G - ( jt "f- JUT i / ) 
e U V > O ^fi *0. 55g©l 096'>*-7-:^'>A^^t<J:t>{rl 0ml 
Oj'^'y-^i.tlm l©a81gfijf©SttJrjD;t. SO-CT — BftTK^g^ 
jDLfco ttHK^atSiJ L/cO%^«EI|«-ilSffiTa*L/c, ^ffijz 5 0ml 
©i'DD;t;;l/A*^SDx.. 5 Om 1 <D 5 %^Wi± h U •^AjKSjBeTiSfe 
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'HNMR (CDC U) 6 ; 
2. 95 (d, J = 5H2. 3H). 4. 19 (brs. 3H). 
5 6.98(t.J=10Hz.lH) 

:mmmi 5-i 

8-»OD-6. 7--:;7;U^o-l - (3. 5--:^ 7/1/ 
;^o-6-y^;UT;ytf'J-:;?>-2--f;l/) - 4- :t^V-l. 

10 0. 70gCD3-^'nn-2. 4. 5-h';7;U;l-n<>v.f/U 
ftKju^/biXT^yl/^^ib^t^JCJioTfP^L/: 3 - X h + ->- 2 - 
(3-^'oo-2. 4. 5-h'J7;U:i-o'<>'/'f/l')T^''J;USf 

-3. 5->?7yU:*-D-6 - i )\>T X J ) t-y>'>430mg 

^K*'J'>/^(i:2nil<DN, N--:^j<f^;U.i;;l/ATi K*to^T90 
°CT1 O^tKH^b^o ffl[?#L, 3 0mlffl^Dar^;UAt3 00inl 
®l5tS7jc*tni;tT»jK^ ol^T^^oDI^/^AS^•^ 3 0 0ml©^ 

vUtonUriJfeoT, 7 8 4 mgcD^iafb-^'fe^-llfet&pl^i LT^fco 
111 A: 207-209X 

'HNMR (CDC 1,) <5 : 
1- 41 (t. J=7Hz. 3H). 2. 98 (d. J=5Hz. 
25 3H). 4. 41 (q. J=7Hz. 2H). 4. 85 (brs. 
IH). 7. 23 (dd. J=8Hz. 9Hz. IH). 8. 32 
(dd. J=8Hz. lOHz. IH). 8. 50 (s. IH) 
C 11^01] 1 6 ] 

8-:ypo-6. l-'JV)\,icu-\ - (3. S-^-^/UTfo-S 
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-;<^7UT;h'Uv>-2-^;i/) - 4- :»4-V-l. 
p4-y U > - 3 -:>y;U;h:>ag<D-^B£ 

JC-f-;!/ a-^'OD-e. T-v'^/b^J-o-l - (3. 5->'7 

JU:^a-6-jt=f-)VTi ^ \£ *) 'J > - 2 - ^ )\^ ) - 4- 51- + V-1. 

5 4--:^h Kn4-y'j>-3-:^;l'5f:+>U-h5 1 0mg^3ml 

cD4mlcD4S^lgK<!:lml©i^@e©il^ (1 : 1. v/v) <r 

«r25fe-,T4 5 4mg(D^iaf|:-^'BS*0lcfe«»5|5<ttTf#fc„ 
10 at* : 2 3 6 - 2 4 2 X: 



'HNMR (de-DMS 


0)5: 








2. 67 (d. J=5Hz 


. 3 H ) 


, 5 . 9 4 ( b r s . 


1 H ) 


w 


7. 06 (t. J=8Hz. 


1 H) . 


7. 45 (dd. J=l 


GHz 




12H2. IH). 8. 41 


( d d . 


J = 9Hz. lOHz. 


1 H ) 




8 . 7 2 ( s . 1 H) 










CUtfi^i 1 7 ] 










7 - C3-T?/T-tf^-:^ 


> - 1 - 


Jl^) - 8 - 9 a n - 


6-7 




(3. 5 - -J y 


)\/ u - 


6 - y ^ T i y b° U 


iy > — 


2 


- 4- ^ + v-i 


. A - 'J 




ij >l/ Tt: 


> 



20 -^fig 

8-Jroo-6. 7->'7->l/:tn-l - (3, S-v'^^U^J-o- 
6-y^yl'Tiyf'Jv>-2--('yl/) - 4- 7t^V-l, 4-i? 
t Ko + y •J>-3-*yU;J-:>Sfl OOmg. S-Tiyr-tf'f-if 
> ~^Wl^ 60mg. N-yf^/Ub°D'J>?>12 0mg€-4 00ing 

i'y-yi'. •:>-fv:fnfcfyUjE.-7^^u©jiUrj5feor, I0 2mg©g| 

gt.^. : 222-2271C (^m) 
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•HNMR (de-DMSO) 6 ; 
2. 77 (d. J=5Hz. 3H). 3. 75 (m. IH). 4. 
07 (m. 2H). 4. 67 (m. 2H). 7. 19 (brs. IH), 
7. 88 (d. J = 14Hz. IH). 7. 95 (t. J=7Hz. 
IH). 8. 70 (s. IH) 
C##«>J 1 0 3 

2-^ >v;UT;y-3. 5. 6-KU7^l^:<-o-4-y-f-;Ub°'J 
> ^ fig 

2. 3, 5. 6-7^h^7;U^o-4-><-?-;Ut°'Jv?>l. 65g 
t'^Vi^yUT i > 2. 3 0 g^2ni 1 (D N - jt ^ JV e a h' > IZ m 
A.. 8 0 V-a 2 i^fiimW L tz o iki^ L tz'&^ 2 5nil®i'na*;u 
A^-tnx.. 3 0 0inlO?Ka*T3liIijfe^Lfi„ ^'OD*;UAjg;g- 

i^nm 1 1 ] 

±iE<DaS!i2-'<>>'/l/T;y-3. 5. 
- y f- f 'J > O 0. 1 8g®l 09f»/N*7vl7A^^<i:2ml 

©ft»<t:t)*r4m I rJ' y -^H::aD;t, 5 0°CT — §^^7X^^*0 

'HNMR (CDC I3) 5 : 
2. 26 (t. J=2Hz. 3H). 4. 40 (brs. 2H) 
C##^J 1 2 ] 

2-T;y-3. 5 --:;7jl/:1-p-6 - (D-/h^->/<>-:;yl.T 
^y) - 4- j<^;ue'j-:;>g)>fe-fig 

2-Tiy-3. 5. 6-h«j7^U:J-D-4-/f-yUt°'J-:;>l. 
35g«^, 3. Og®p-y h+->'<>v>/UT=><tt<>C3ml 
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1/ /Co L/t^. 30ml<Di'DD*-»UZ.*iHI;t^ 300ml 

DTfwUA) ^^fe<D <*: L T 0 . 9 0 g © ffl i! © ^liE ^ ^ 

'HNMR (CDC 1,) 6 ; 
2. 15 (t. J=2Hz. 3H). 3. 80 (s. 3H). 4. 
11 (brs. 2H). 4. 41 (brs. IH). 4. 48 (m. 
2H). 6. 87 (d. J = 8Hz. 2H). 7. 27 (d. J = 
8 H z . 2 H ) 

:t.f-)V 8-:7op-l-[3. 5-ifyfViira-&-{n-/\- 
^•>^>v?;>l/T;y) - 4- /^7Ubf'J-:^>-2-^yUl - 6. 7 
-•:^7yl/:^o-4-^4-V-l. 4-vb Ko^>' 'J >-3-;^yU 

0. 78g©3-^'on-2. 4. 5-h'J7;U^n'<>V'C/l/ 

(3-^'OD-2. 4. 5-hU7/U^O'<;>-/^';U) T^'iJ^Uge 
if-;UjLX-r>U-$-^*'>L/ii'D0 5f, /U/.?gjK3m 1 ^ 2 - T i J 
-3, S-i^yJl'ita-e - (p-^h + ->'<>v?7UTi>') - 4 
- f- ^1/ f 'j > 0 . 90g*Jn^/:„ C ©^jR«-«ETlca<S L s 
^SJr, 1. 3gOif7}cKK*';'>A<!:3m!©N. N--:?yf-;U 
*/l/AT$ K-S-JO;LT90^T1555-«tN2U/io SS[?#L. 30ml 
Do;t>yi/Ai 3 0 Om 1 ©SE®7K*SDxT0?K. -:>^^T^' oa 
.+wl/AS^3 0 Om 1 ©aSa*T2Il^jfej^LfcgJ^ HftTKBSK^i^* 

ifiS «■ ?# /C o 
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immm 1 9 ] 

1- ( 6 - T I / - 3 . 5 - 'J -7 jU 7t a - 4 - / "f- )U e ') if > - 2 

- ^ fl') - 8- j^pp-6. T-x^^b^t-n-q-iij-^-V-l. 4 

- fc K p ^ y M > - 3 - ^ yi^ .j-: > B» CD b£ 

5 xf^^l/ 8-i^PP-l - [3. 5-^7iU3|-p-6 - Cp-y 
h ^ •> O if JV T I y ) - 4 - / ^ )U e *) 'J > - 2 - ^ f\^] - 6. 

7--:;:7/i/:*-p-4-:*- + v- i, 4->'t Ko + y 'j>-3-7^7 

>'U+C+>b-hO^S^-2. 5ml®45S^lgSJ<J:2. SmlcDg^ 

10 1 Om 1 ®|ia7K*]!rax.TztffiT<-z8*iSU. oi^Tl Om 1 ©i^' 
/--'i'^lni;tT^ETJci8*?g-r5aif^^3[Hji^0ilL/c^. J^aUr 
6m 1 (O ir a a it, ^ jja ^ 1 ^mmWtal^^m. tkl% L^Bimi: 
MJBL> :i. ^ / - jU, vJ'f V-3^pe7Ui--ryK!D)IUrz5fe-,T 1 2 8mg 

15 it 2 5 3 - 2 5 7 ^ 



'HNMR (ds-DMSO) «5 : 



2 




24 (s. 3H), 6. 67 (brs. 2H). 


8 . 3 


8 


( 


t . 


J 




9Hz. IH). 8. 89 (s. IH) 














immm 2 0 ) 










7 




(3-riyr-if'f-'J>-i--(ju) - i- (6 


- T = 


/ 




3 , 


5 




V? 7 ;u o - 4 - y ^ ;u t° 'J V > - 2 - -f yl- ) 


- 8 - 




n 


D — 


6 




yfV:tu-4-:t^'J-l. 4 - if t h' a y 


U > - 


3 








> 


ffiP O Bit 












1 


- (6-T$y-3. 5-i^yjl'H-o-4-/ 


^ b° 


'J 




> - 


2 




-f^U) - 8- i'PP-6. 7-ify)UTtra-4 


- ^ ^ 


V 




1 . 


4 




V? b K P 4- y >) > - 3 - ij 'f^ > Wt 5 0 m e . 


3 - T 









^if > ~ iSBeiS 4 0mg, N-y^yHfp«Jv>120mg«-280mg 
ON. N - if y ^ ;l/ A T i K ^ , 1 1^ H 9 0 X: T L o 
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M.^. : 243-245'C (^»?) 

'HNMR (d,-DMSO) <5 ; 
2. 23 (s, 3H). 3. 71 (m. IH). 4. 05 (m. 2H). 
4. 67 (m. 2H). 6. 60(brs. 2H). 7. 85 (d. 
J=14Hz. IH). 8. 64 (s. IH) 

immm 13 3 

4 - (t-rf-/UT;y) - 2. 3. 5. 6--rh-77;b:tae'J 
> g> fife 

^>^7;l/:4-Dtf';v>24. 5g-$rl OOmlOT-trh^hy 
^HrjDx.. 7K«COJ^TlStlfU«*<ii t - r ^ Jl'T I > 3 0 g«-?iS 
TLfco ^ia{C^L150ml©5'oo4-x/PA4-]!lD;?.. 800ml 

TfgiSiS&jSETJCSIJg gfeir i Lr2 3 g©aiK<fc^ 

o 

C#%«?iJ 1 4 3 

2-<>v;U7;/-4-(t-yf-;UT^y)-3. 5. 6-h 
■J 7 ;U o b" U > CD ^ 

4 - it-y^f-fl'Ti/) - 2. 3. 5. 6-7^h57;l/:;fDt° 
'J>>6. 8g4^7. 2gCD'^>-:;';l/Ti>i<S:t)j;lOmlCDN 

40mlO^Do.+wUA-$-jD^. 400m!OatS*T3IlJi5fe 

U , Bg^feOtttfcife <!: L Tilstj 8 . 0 g ® ffl58©!Sfe<k^ite*» 

'HNMR (CDC ls) <5 : 
1. 39 (s, 9H). 4. 16 (brs, IH). 4. 55 (brs. 
2H). 4. 48 (m, 2H), 7. 35 (m, 5H) 
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C##«»J 1 5 ] 

2-riJ-4 - i X - •/ ^ i\^T I J ) - 3. 5. 6-h'J7;U^ 
p h° U > g> b£ 

fi» 2 - ^> -J )\.T I J - A - { X - -f f- )V) T I J - 3 . 5. 
6-h'j7/l/^ntr»Jv?><D4. Og-S-0. 43g©10%/«^v> 

c##fiaj 1 6 D 

3-r(4-t-7'f-yUT;y-3. 5. 6-e'Jv>- 
2->f;U) T;y1 - 2- (3-»op-2. 4. 5-h'J7/U7l- 
07x — /P) T» 'J I/ - hg>-^B£ 

if-yU 3 - if u a - 2 . 4, 5-h'J7;U:l-a'<>'/'i';U7'-b 
7" - h 1 . 4gJr|i7Kft»l. 5g, Jf/Uh^gfh'Jif^yUl. 5g 
«^]!ra;L2l^fffllralfejIifESfe. ^«l*a*L. aSEJ- h ii^ > 'Sr M ^ ^ 
3ajg©^ftjr^^nD:^;UA3m 1 «-Jn^. 2 - T $ / - 
3. 5. 6-h'j7 7U:ta-4 - (t-rf-^UTiy) ti ') i> > 1 g 

/Co L tzMi^'SriS.JSSl. i ^ ;U i - -r ^l- T i5fe I > > 

«iefb'&-ifel.l4g-$-?#^c 
CHia^J 2 1 ] 

1- (4-t-r^jU7;y-3. 5. 6 - h ') y i\^7t a 
h° >) y > - 2 - ^ - 8- ifan-S. 7--JyiU:ta-4-yt 

4-V-l. 4--:^ b Ko^y'J>-3-/7;l>;K4^'>U-h(!D-^Bg 

i-^-^U 3-C(4-t-rf^;UT?y-3. 5. 6-f'jv!> 
-2--f;U) Ti>/] - 2- (3-:?DD-2, 4. 5-h'J7;l/ 
:r D 7 i yl/ ) T 5' 'J W - h 1 . 1 4 g O N , N - y ;l/ ;u A 
Ti K6ml^^j0[<r, KKj^'J-^ATOOmg^jD;?.. MST'3. 
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lail.^. : 14 5 


- 1 4 6 t 


H N M R 


( C D C 1 s ) 0 ; 


1 . 4 0 ( t 


. J=7H2, 3H), 1. 48 (s. 9H). 4. 


/It/ T 

4 1 ( q . J 


=7Hz. 2H). 4. 78 (IH. brs). 8. 


3 1 ( t . J 


=9Hz. IH), 8. 44 (IH. s) 




2 2 ) 


1 - ( 4 - T 


$y-3. 5. 6 - b ') y iU^ a a *) > - 2 - >f lU) 


- B - ^ o a 


-6. 7--:^7;i/:*-o-4-3j- + v-i. 4--:^tK 


D 4- / "J > - 


3 - */UsK>ll©'^fi£ 


i ^ 1 


-(4-t-:r'^;l'T;y-3. 5. 6-h'J7^U;t- 


o tf "J y > - 


2-'<'7U) - iS-i'DD-e. 7--:?7/l/;i-D-4- 


^ + V - 1 . 


4-v'bKD + yiJ>-3-*;U!K+>U-h300mg 


irl2^^igK3ml,ft»0. 5ml*i0x.T, 1. 5I^FBl*D«i 




l^T•:^if-y^i-7^y^-c^5fe(.^. ^fe«&5^©SKfL^'Kii 6 8mg-& 






M.^. : 2 8 0 


- 2 8 3 "C 


' H N M R 


( d, - D M S 0 ) 6 : 


7 . 5 4 ( s 


. IH). 8. 38 (dd. J=9H2. lOHz, 


1 H ) . 8 . 


9 8 ( s , 1 H ) 


:mmm 2 3 ] 


7 - C 3 - T 


iJT-if^y^-l-^Jl') -1- (4-T;y-3. 


5 . 6 - h y 


7;l/:4-nt°';v>-2--r^l/) - 8- ^OD-6-7 


;i- 0 - 4 — 


:<- + V-l. 4--:^tKa + yy>-3-*/U;K>M 






3-TiyT-tf^>'> -^gBJtg 70mg. h'JJif-;UT^>250mg 


© y ^ /I. X * + •> Kim 1 mi&'S: 8 0 °C -C « J* L T l> ^, 4- Iw . 
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l-(4-T$y-3. 5. 6-h'j7;l'5j-atf'Jy>-2-'r;U) 
-8-^DD-6. 7-if-7>Vyta-4-7t^v-l, 4 - if t. h' 
o+y tj >-3-*yU.-tf>®ei 5 Omg*llD;i, 8 OXTll^Hai 

U.^. : 2 3 0 "Cm^-C^m 

'HNMR (ds-DMSO + TFA) 5 : 
4. 05 (m. IH), 4. 45 (m. 2H), 4. 77 (m. 2H). 

7. 50 (2H. brs), 7. 93 (d. J=14Hz. IH). 

8. 32 (brs. 2H). 8. 80 (s. IH) 

C##ff! 17] 
3. 5-ifTl/-2-^z3ai^t)if-^(0^tS. 

I*t&2. 1 9g> 7K5ml, JL y - j\, I 0 m I ^ t> it ^ 80 
X:t: 2 ^f&mW L f^o aiieKlml*iJ^L-ro]!HI;t, l^ia-C«[i4A< 

1 g«-i^'y-/l/5m 1 »r»jB3P -ti-SlS^at »r iJ^L-ToJox., 8 0iC 

Siefb-g-I^S 6 Omg-«:»/Co 
C # % 0>J 1 8 ] 

J^^^U 3 - r (5-T;y-6--^oob°'Jv>-3--f;U) T 
J ^ - 2- (3-:yao-2. 4. 5-h'J7;U;j-n7j:j:.;U) 

T 9 'J b - hg>-A-B£ 

i-f-yU 3-^^00-2. 4, 5-h'j7/l':*-D'<>-/'f;l/T-tr 

7^- hi. 4gir^*KKl. 5g. :f;l'h^Kh'Jx-J^-'Ul. 5g 

3t$■^i•/:oSI^S®¥alc^'^Dd-^^^^3ml*JlD;i, 3, 5-vT 
i/-2-^'DDe';>'>360mgfiDJi5'y-yi/3ml^a[j£-^ 
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J-^/U 1- (5-T;y-6-j^PPb°'J-:^>-3->f;t/) - 8 
-:yoa-6. 7-v7>>l/:;ra-4-^^V-l. 4-vfcKa4^ 
y 'J >-3-^;l'^4-vU - hCD-^fig 

i^^/b 3 - [ (5-Tiy-6-i'DDb°'j-:^>-3-'r>U) 

Ti/] - 2- (3-5'oo-2, 4. 5-hy7-'U5t-n7x — yU) 
T^'yu-hlSOmgCDN. N - -J jt "f- /V T I K3ml^ 

mWtiJ 5 7 m g ^Ua^. M&T 2 l^ffiiai^ LtZo Km 

Wf7 ^ i, ^ f^m^m^L. @{*:*atBlL, gsjrfe« 

SlSOWa^t-^^ai 2 5mg«-»fco 
IHl.*r : 233-236'C 

'HNMR(CDCl3)5: 
1. 39 (t. J=7Hz. 3H), 4. 40 (q. J=7Hz. 
2H). 4. 46 (brs. 2H). 7. 04 (s. IH). 7. 
26 (s. IH), 7. 86 (s. IH). 8. 32 (t. J=9Hz. 
IH), 8. 37 (s. IH) 
C^ifilt^J 2 5 ^ 

1- (5-T^/-6-:?^aafc°'Jv?>-3-'f->U) - 8- »pp 
-6. 7-v?7yU:ro-4-:*-4^V-l. 4-vbKP^y'J>- 

JC-^-^U 1- (5-Tiy-6-i'PPf'Jv>-3--<-»L') - 
S-i'PP-e. 7-v'-7^U:*-p-4-:t+V-l. 4--:^tKP 
^ y ') > - 3-/7>»l/+:+->U - h 1 0 OmgjriRtgKSm 1 *SD;t 

St*: 277-281^ 
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'HNMR (ds-DMSO) 5: 
7. 37 (s. IH). 7. 86 (s, IH). 8. 41 (t. J 
=9Hz. IH). 8. 6 9 (s. IH) 

immm 2 6 ] 

7 - ( 3 - T i ^ T -t' f- > - I - ^ -1- (5-T^y-6 

-»opbf'j>?>-3-^yt/) - 8- ^00-6-7 ^1/ ^0-4- 

4 - h Ko4^/'J>-3-7^;l^;i-:>S?cr)-^B£ 
3 - T i yr-tf^ V? > • -jtggpJfcg 53mg. h'Ji5^/UT;>146mg 
© V? y ^ X * + -> K 1 m I ^ 8 0 T « L T t,^ -5 + . 
1- (5-Tiy-6-^'aaf'J-:^>-3-'f'/b) - B- i^oo 
-6. 7--yyjV:i-u-4-^^'y-l. 4-vtKD^yiJ>- 
3-7(7 ;U.-n>ee8 0ing^J!lD;t, 8 0X:t1I^P^«1*L^„ Rft^m 

fe»5|tOglSYk-§-!«54 5mg*?fyto 
» * : 2 8 0 -X: J£l ± 

'HNMR (d,-DMSO) <5; 
3. 78 (m. IH). 4. 14 (m. 2H). 4. 64 (m. 2H). 
6. 04 (br. 2H), 7. 30 (s. IH). 7. 75 (s, 
IH). 7. 89 (d. J=14Hz. IH). 8. 49 (s. IH) 

C # # 0IJ 1 9 D 
2. 4->?^op-5-7;i/;tofc°ij;v;>cD-^fifc 

5-7;U:+a't77>/U2 5. 3g^^^^l:*)^7 2. 9gicl;< 
ZS-^L. ^-irjrltoiliLri 3 0VtLX4^mS.lt>LtZo (*tjli^ 
P5 T <t L > ii <w S IS ii ^ , ) 3 0 0 m 1 O tJc t 2 0 0 m 1 
<Di'oo;fWl/A*iD;t. 2 0»fflt?^Lyt„ T-mm ^ 7 >( V ^ M L 

biSfe®«ht*i«B5iUT (iftSTiiMaiift) 3 0. egosEiafb-^^Bj 
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'HNMR(CDC1,) 6,8. 49 (s. IH) 
2 0 ) 

4 - (t-zTf-Ji^Tl/) - 2- ^DO-5-7;l/:toli°'j;>?> 

2. 4-v^'an-5-7>»U;*-ot°'Jii>>6. 4g^ 
;UTi>7. 0g-$r20ml©T-lrhj:.h"J;U(Cj!n];tTx SO^CT 
2 0 i^mn L tz o METiraitiL, 40ml<D|ia7K<!:70inl(D 

i - -r L TitflSl L . 4. 1 g O S IE ft % * l# o 

'HNMR (CDCI3) <5: 
1. 51 (s. 9H). 5. 07 (brs. IH). 7. 83 (d. 
J = 3 H z . 1 H ) 

i^nm 2 1 } 

2-^>v;l/T;y-4 - (t-7-^;UT-y) - 5- 7 7l/:j-pb° 
'J ; i> ><D^^ 

4 - (t-yf-^UTi/) - 2- i?DO-5-7/U;l-Dt°'Ji-:^ 
>1. 8gx'^>v;UTi>4. 0g-S-5mlON-y^/Ut°D'J 
K>JCAn;tT. 140^T'17^FBltlllfLfco 300mlcD|ga7K 
<t4 Om 1 cDi'DD;f>;UA^-J!iD;t^>7B[t/Co i'DD;i-»;PA®J&3 00m 1 

xamu. 1. 9 g oS{IB{b^«j*?§^„ 

'HNMR (CDC 1,) 6 ; 
1. 40 (s. 9H). 4. 54 (d. J = 6Hz. 2H). 4. 
71(brs. IH). 5. 06 (brs. IH). 7. 33 (m. 
5H). 7. 65 (d. J=3H2. IH) 

C # # 2 2 3 



wo 97/11068 



SO 



PCT/JP96/D2710 



2-TIJ-4 - (t-y^)\,Tiy) - 5- 7->i/;rPt'u;v> 

2--<>-:^)l^Ti/-4 - (t-y^-yUTi/) - 5- 7 /U^o 
tfV i vf>l. 00g«^2 1 5mg©l 0 "7 O 2*^m t t h 
jrSm 1 (DftijfJCl)DX.s 6 O'C'C 1 OBHTK^^ftlL/io 

Ti^EET izm^-r i>mi^ ^E.mm 0 & L fz'ik^ nm.'S: i3 =7 ^ a ^ 
3 >^m*:>T^£ETJcstitL. 3 6 0 m & (omuit^iSa^m^^m 

1* i L T ^# „ 

'HNMR CCDC I3) d ; 
1. 47 (s. 9H). 4. 92(brs. IH). 5. 57(brs, 
2H). 7. 51 (d. J=3Hz. IH) 

immm 2 7 d 

xf-/U 1- r4 - (t-yf^/UT^y) - 5- 7;l/:roe'j;y 
>-2--<;H - 8- jyoa-6. 7-y7/i/:^p-4-::t4-V- 
1. 4-vfc Kp4-y 'J >-3-^;U;iC^>u-hg>-^B£ 

2 10ing©3-i'OD-2. 4. 5-h«J7/U3t-DA;>/>f/u 

(3-i'DD-2. 4. 5-hU7;U:*-o<>-/^>/l/)T^''J/Ugf 
x-?^/UiX-r/b*^*>Lfci7oa;h;UArg^3nil JC. 2-Ti/ 
-4 - - 5- 7/l':;i-Dt°'Ji-:^>340mg 

^SD;t^o wO^?K;&METl-ai*f8L^CoSISfl-. 5 5 0mg©|« 
^K^®f:<7'J'>/.i:2inlON. N-v/f-zU-t^/l/AT; K*fin;iT 
9 0 "C T- 1 l^ra 1 0 i^mW L tzo mi% L, SOmlO^OD+wUA 
(t 3 0 0 m 1 0?Ka*«:SD;t Ti5-«[s oC'Ti'Do+wl.Aji*. 3 0 0ml 
0^a7KT2l5Ii5fe^t/c^, iiTKSSffiJ-^y* v-t/A-ciK^g^MBET 
trjSlg L fZo ^Si* i^5A^'D-?'h^^77-f - ( > V ij f jv\ 1 6 g . 
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SJH^E; if a a 7f. J. : / ^J-/U=200 : 1) T^SJILx St It 

5 L T # /c o 

il!.^. : 20 1 - 205^ 

'HNMR (CDC I3) 6 ; 

1. 38 (t. J=7Hz. 3H). 1. 43 <s, 9H). 4. 

39 (q. J=7Hz. 2H). 5. 30(brs. IH). 8. 
10 02 (d. J=3Hz. IH). 8. 24 (t. J=9Hz. IH). 

8 . 9 0 ( s . 1 H ) 

immm 2 8 ] 

1- (4-T;y-5-7->i/:^otfu;-:^>-2-'f/t/) -6-9 

nD-6. 7-v?7^U:ro-4-:^4=-V-l. 4-ybKo4-y'J 
15 > - 3 - ij ^> > Wt<D ^ & 

if-/U 1- [4 - (t-yf-iUTi/) - 5- 7-H':*-obf'Ji 
>'>-2-'r'>'H - 8- ^'on-6. 7->'7;U5j-a-4-Pt- + 7 
-1. 4-vt Ko + y'J>-3-5f?;l';K4^vU--h90mg-$:0. 
4ml©43S^^®etlmlcDB^ffie©S« (1 : 1. v / v ) IZija 

J - )l. -J ■< J T u t° /U i - 7^ ;KD «1 IC ifc o T 4 8 m g © :S IS ft 

242-2461C 
'HNMR (d,-DMSO) 5 ; 
25 8. 04 (brs. 2H). 8. 33 (d. J=3Hz. IH). 
8. 34 (t. J=9Hz. IH). 9. 02 (s. IH) 

immm 2 9 } 

7 - (3-Ti^T-V^'J>-l-'{)l^) -1- ( 4 - T I / - 5 
-7^t/:^-nti°'J ; y>-2-^;l<) - 8- 7oo-6-7/U7l-o- 
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4-:t^V- 1. 4 -vb h' a ^ / 'J >-3-7^yU.-h:>l»g)-^Bfr 

1- (4-Tiy-5-7;U;J-De'Ji-:^>-2--r>fl/) - 8- 
i'OD-e. 7--:>7/U:ro-4-;l- + V-l. 4-vtKn4-/ 
'J > - 3 -*^l/:t:>Bf2 5mg, 3-T i ^ T ^ 'J > ZL^Wt^ 2 0 m g ^ 
5 N-y^iI/eo';-:^>50mg*100ing®N. N->'j'-J^;P* 
;u AT ? K*cSo;i> 1 9 0 Xl-cmW LfZo 0. 2mlOJi^y- 

10 at . ^. : 269-27 11C(^jj?) 

'HNMR (de-DMSO) 5 ; 
3. 73 (m. IH). 4. 07 (m. 2H). 4. 67 <m. 2H), 

7. 81 (d. J=15H2. IH). 7. 95 (brs. IH). 

8. 29 (d. J=3Hz. IH). 8. 83 (s. IH) 
15 C # # «>J 2 3 ] 

2-7; y - 3. 5-v'7/P:<-o-6-y h ^ •> \f ') i> > <D 

2 - T I J - Z , 5. 6-h'J7;U:toh°yv>5 00mg^. 
800mg®2896 Vv''>Ay h + i/ V / / J - )\^ mfti t t h 
I m \ ^ 9 J - )\^\zm^. 70^-C3 l^ffil^m^ L o L 
20 2 5ml®i'OD*;l/A*]!lDx.. 5ml<Daga7KTz5fe^t/c„ 

Ji^/l/ 8-»pa-l-(3. 5-->'7;t/^o-6-yh4-->b° 
» '>''^>-2-^;U) - 6. 7--:^7;l/:!fo-4-:;f4-V-l. 4- 
v?fc: Y u if- J > - 3 - i7 )V 7ti df. \y - hgp-A-fig 

0. 78g£D3-i'DO-2. 4. 5-h'j7yl/:J-D'<>"/^;U 

(3-i'ao-2. 4. 5 - h V y fi^ ^ a K > V 'i ju ) T^^U^Uffi? 
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-3. 5--:?7;»U;*-o-6-y h + vfcr'jv?>*TLCT-SJt:*i& 
'm \^ ^i. If' y> T \ J T 'JW - H^'sO^JfeA^JfeT-rSiTiDJlfco 

- ©^tt *«ffiT<;««l L X JSSJr. 0. % Q z <o mi^^n-h ^ 
5 Ai2ml®N. N-v^y-f-;l/+. ;UATiK'$-]!jn;tT90'CT15 

^itJ^L/Co SiC?^Lx 30ml©5'OD+s>»UA<i:300mlCD|KS 

10 6 1 5 m g tDglia<b^«i* gilSfet&5^ i L Tif fco 
ll!l!."*L : 1 4 0 - 1 4 3 X 

'HNMR (CDC I,) <5 ; 
1. 41 (t. J=7Hz. 3H). 3. 99 (s, 3H). 4. 
41 (q, J=7Hz. 2H). 7. 44 (t. J=8Hz. IH). 
15 8. 33 (dd, J=8Hz. lOHz). 8. 45 (s. IH) 
CUMM 3 1 ] 

S-jrpo-i - (3. 5->'7;U:to-6-yh4^>tf'J>'>- 
2->f;U> - 6. l-'y-7)\^iru-A-ic^'J-\. 4-vbKo 
^ J ') > - 3 - iJ >m(D ^fSL 

20 8-^'oo-l-(3. 5-v?7-'^7^D-6-/'^^•> 

e'»J-:^>-2-'f;l') - 6. 7-v':7;l/:*-o-4-?f + V- l. 4 

- 'J \i Ko + / '>l>-3-:^/l':K+>U-h385mg*lmlO 
4a^tgK<!: 1 m 1 OftK®iS«irjD>tT, 3 O^IBia^jDffeSIISlE 
bfzo 2ml o^StK^SOx. TiSc?^. atiSLtfra}!Bs*«IR. 3. 9 J - 

25 -'U. 'f V D If - 7^ ^KojHjc gfe -c 2 9 7 m g cDgHe-ft^^ 

ia*:205-210*TC 

'HNMR (ds-DMSO) <5 : 
3. 92 (s. 3H). 8. 39 (t. J=9Hz. IH). 8. 
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A 


U 


It, J = 


9nz, IH), 9. 03 


( s 




1 H ) 








tmmm 3 


2 ] 










7 




( 3 - T = 


J r f- 'J > - \ - )\^) - 


8 - 




D D — 1 


- fS. 


5 






- 6 - h + •> tf u > - 


2 - 




) - 6 


- 7 ;u 3t- 


a 




A ^ V 


- 1 . 4 - t K o + y u 


> — 


3 


- ts )\> 


> ^ CD 




















8 


— ^ a o — 


l-(3, 5--:;-7;u^D 


- 6 




;^ h + ■> 


t" 'J > 



-2-'r;l') - 6. 7-v7>'U:*-D-4-;t-4-V-l. 4-ytK 
a4^y>J >-3-*;U^:>K75mg, 3-Ti J T -^f ^ I^)^ 
10 ffi?^65mgx N-/^;Ut°o';>'>150mg-^500mg<!DT 
■t h ^ h 'J yur Jn;t , 1 i^raSD«lSi!{£ L fco tfr aj ^fe j« «i . ^ 5' y - 
. y -f V r o f ;u i - 7^ ^u® IflUr ifc , T . 2 ' 8 m g o :BI §E -g- 1^ 

Ilk 1 7 1 - 1 7 5 X; 
IS 'HNMR (d.-DMSO) 5; 

3. 70 (m. IH). 3. 91 (s, 3H). 4. 05 (m. 2H). 

4. 66 (m. 2H). 7. 88 (d. J = 14Hz. IH). 8. 
34 (t. J=9Hz. IH). 8. 79 (s. IH) 

l%mm 3 3] 

20 s.=f- }V 7-jyop-i-(3^ 5-yy/U7t-a-6-/t^^iybi 
'} 'J > - 2 - Jl^) - 6- 7;b:to-4-:t^y-l. 4-vbK 
o - 1. 8 - + y ^ >) > - 3 - ti >V ^ ■> - hg)-A-^ 

1. 2 5g<D2, 6-•:^^'oa-5-7^^;^-a-=.^^y-^';^i^K 
jif^il/jcx7^;U*^t,^j*jCJ:oTf^B)tt/c3 - i h + ->-2 - (2. 

25 G-'Ji^aa-5-yj\/^a — zj^y^jl) T i7 *i )\/ ^ x. ^ )\, 7, 
■r/l/^S*>L/ci'DD+wUA£DjS?0[l Om Mr, fili!2-Tc y- 
3 . 5 - 7 ;l/ a!- o - 6 - y h + > f 'J >' > * T L C T S Jf. * it 8J: 
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t 4 m 1 ON. N--:;y^^U;h;I^ATc K$-Sn^T9 0'C-C2 0^ 

i-T^^uonijcjjfeo-r. 1 0 1 0 m g om^it^^^i^m^^mt 

B*.^. : 208-21 2'C 

'HNMR (CDC I3) S ; 
10 1. 42 (t. J=7Hz. 3H), 4. 04 (s. 3H). 4. 
40 (q. J=7Hz. 2H). 7. 50 (t. J=8Hz. IH). 
8. 48 (d. J = 7Hz). 8. 69 (s, IH) 

7-j^ao-l- (3. 5-y7/U;*-o-6-/h4^'>bf'jy>- 
15 2--<;l/) - 6- 7;l/:to-4-:if4-V-l. 4--:^fcKP-l. 

8 - i- y ^ <) y > - 3 - ij 7fs I. m <D ^ ^ 

7_-^no-l - (3. 5-v7;U5l-D-6-yh/t^> 
tfyv>-2-'C.'l') - 6- 7;U;t-n-4-:^-4^V-l. 4--:^t 

Ku - 1, 8-:^7-^'J•:;'>-3-;0/^:^"+•>^ - h 3 0 Omg^ 

20 1. 5ml<03«^iSK<tB^g2OiS)g[{l:l. v / v ) {ZM^X . 

•riKDlliJCi5fe,T2 4 Smg © SIS fk * fet» 5tc i L T ?# » 
a.-;?.: 220-2251C 
25 'HNMR Cds-DMSO) <5: 

3. 97 (s. 3H). 8. 42 (t. J=9Hz. IH). 8. 

76 (d. J=7Hz. IH). 9. 21 (s, IH) 
C H m 04 3 5 3 

7 - r (3S) - 3- T;ye'a'jy>-l-^/l/1 -1- (3. 
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5-y7^l/:rp-6-y b ^ •> \f >) if - 2 - ^ )l) - 6- 7 
a-4-:t^'/-l. 4--:?bKo-l. B - i- y "f- *) 'J > - 3 - 

T-i'OD-l - (3, 5 - if Z7 7t o - 6 - / h ^ •> \f *) i> > 
5 - 2 - ^ JU) - 6- 7;l/:*-D-4-3t-+V-l. 4-vtKn-l. 
8-:^7f-•J•✓>-3-*;^^^-:>gjf82mg. (3S) - 3- Ti 
/tfoU>'>70mg. h';j^f-;UTi>60mg^400mg© 
N . N - ^ ^ 7U ^WU A T i K <r Jn X. , 8 0 T -C 3 0 ^ JD » ^ j5l£ 
LfZo 2. 5 m I (O^ ? y - fl^'^m^^X 5 ^mmmSliLtz'lktSC)% 
10 t/f aiiKl *atlZ . 'J ^ -J T a \£ )\, ^ - ^ i\y O^miZiSt-y X . 

1 0 2mg©Sliefb^1^*^«fe»5|S<!:LTt#fco 
231-233°C 





'HNMR (d,-DMSO) 6 ; 






1 . 6 5 (m. 1 H) . 1 . 9 3 (m. 1 H) 


. 3. 95 (s, 3H), 


15 


8. 02 (d. J=13Hz. IH). 8. 


3 5 ( t . J = 9 H z . 




IH). 8. 94 (s. IH) ( — a5©> 


r ^1/ t± tK O :^ u h > t 




m.u -3 T NMj gy T # T l> 






C^M«>J 3 6 ] 






7-rC3S. 4S)-3-Tcy-4- 


y ^ ;l/ t° a 'J V > - 1 - 


20 


-f^U] -1- (3. 5-v7;l/?t-o-6- 


y h + f 'J V > - 2 - 




'T^l') - 6- 7;l':*-o-4-:t4^V-l. 


4-vtKD-l. 8- 




•^7f-'J v>-3-*;l/:f:>eP©-&-fiE 






7-^nD-l - (3, 5--:^7;l/:t-a 


- 6 - / h 4- ■> t° 'J •>' > 






- 1 . 4 - V? t K D - 1 . 


25 


Z - ± 7 if > - 3 - ij Jl' m > Wi 8 5m 


g . ( 3 S . 4 S ) - 3 




-Tiy-4-^f-^Ub°D'Ji;>-;^Bei^70mg. h«Ji^;UT 




i>15 0mg4-50 0mg(Z)N, N — iJ 


y A T i K ir Jn 




X.. 8 0 X-C 3 0 ^ra*n«!l3S«E U fco 2. 


5ml<DJ.5'y-;U^J!in 
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V:f a \f jUjl - jUlDmtzHk-yX . 10 5mg O S IS ft ^ % *f 

« * i L T ?# ^ o 

St,^. : 226-229^: 

'HNMR (d,-DMSO) 6 ; 
5 0. 94 (brd. J = 8Hz. 3H), 2. 16 (m. IH). 
3. 95 (s. 3H). 8. 02 (d. J=13H2. IH). 8. 
35 (m. IH). 8. 95 (s. IH) ( — ^ (D -> ± tl It :^ a> 

10 1- (6-T^y-3. 5 - if y )U :t a ') > - 2 - )l) - 8 
- y a - 6 . 7--y7;U:to-4->^^V-l. 
/ U > - 3 - >:7;t/;K>BKD-^B£ 

Jif-^l/ S-yat-l - [6 - (t--r^->l'TE/) - 3. 5 
-•:>7-»U:<-of'Ji>>-2--f;H - 6. 7--:^7yl'*D-4-::*- 

15 +• V - 1 . 4 - t K D + y y > - 3 - * 4-: + •> u - h 1 . 3 8 g 

■S- 3 . 5 m I © 4 S^Jgtt t 3 . 5 m 1 <D ft K O jft ]!iO x. T , 5 

^fsmwtai^m^ L tio 5miffliKa7K^-SDx.fcg^fflt?#L. tffai'Kj 

20 ltt*:272-278'C 

'HNMR (d«-DMSO) <5 ; 

6. 80 (s. 2H), 7. 99 (t. J=9Hz. IH). 8. 
38 <t. J=9Hz. IH). 8. 93 (s. IH) 

immm 3 8 ] 

25 1- (6-T;y-3. 5-v?7;U;i-oe''Jy>-2--f;P) - 6. 

7. 8-h'J7yl>:^D-4-;*-4-V-l. 4 - if k. h' a ^ J '} > - 
3 - fj JV^. >»ffi^lSL 

:r.^ )\, 1- [6 - (t-yf-;WT;y) - 3. 5--:^7;U;ro 
fU-:^>-2--r-'U] - 6, 7. 8-h«;7;U3j-D-4-7f4-V- 
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1, 4 - if t. Kd + Z U >-3-;;7^U*'4=->U— h235mg-$-0. 

Wta^miMLtZo 1ml. ©IKa7K*tlD;tfc^ffl[?ftt. tfrUiia^iill 
0. i^'fVT/'ne^l'i-T^/KDWSlCiJfeoTl 8 2mg 

: 2 8 0 XJK± 





'HNMR (de-DMSO) <5 ; 










6 


. 81 (brs. 2H), 8. 04 ( 


t 


. J 


= 9 H z , 


1 H ) , 


8 


. 23 (m. IH), 8. 98 (s. 


1 


H ) 








immm 3 9 d 










7 


- (3-Ti/T-tf^v;>-l--f;l/) 




■ 1 - 


( 6 - T ; 


y - 3 . 


5 


- 7 /U 5l- n t" V? > - 2 - ;P ) - 


8 


- 7' 


0^-6- 






4 - ^ 'J - \ . 4-v;tKD + yiJ 


> 


- 3 


- * ;i/ ^: > 






l-(6-Ti>'-3. S-v^/I-jT 


0 


f U 


> - 2 - 


-f ;u ) - 



15 8-7'o*-6, 7-v-7;l':*-o-4-:;<-4-V-l, 4 - i> \i V a 

+ y 'J >-3-/7^i'+:>Sfl 0 5mg, z - r I yr-tff-i^v - Jfi 

Rig 70mg. n - / ^ IV \£ u i> \ 50mg*300mgON. 

n - if / )\, )\, u T I Y \zm . ii^ragotTassu^o o. 

3m 1 0iJ:.9 ^ - ^ M ^ tz '^tH^ \^ . tff ffi iS . jl 9 / - )\^ . 
20 v'rv:/'at"7Ui--r;KD)lUri5feoTx 7 9mg©iglie<t-&i^-5-|l 

at,*: : 258-264^ (^8?) 

'HNMR (ds-DMSO) 6 ; 
3. 73 (m. IH). 4. 06 (m. 2H). 4. 69 (m. 2H). 
25 6. 75 (brs. 2H). 7. 89 (d. J = 14Hz. IH). 
7. 94 (t. J=9Hz. IH). 8. 70 (s. IH) 

immm4 o ] 

7 - (3-T-yr-tff-v>-i-^ji/) -1- (6-T;y-3. 

5-v7;W3t-atf'Jv>-2--r;l/) - 6. 8->'7/U:irD-4- 
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^^V- 1. 4-yh Ko^y U >-3-j!7;udf>il?CD-^J5e 

1- ( 6 - T I y - 3 . 5-x7;U3roe»Jv?>-2--f-rt/) - 
6. 7. 8-|«'J7>>U;i-o-4-:f4-V-l. 4--:?tKo + /i; 

> - 3 - 7!; yU^K >tt 9 Omg. 3 - T I y T v > "Jg^^g 5 0 m g . 
N-^^^l/tfo'J-:^>l 1 0mg^270mg<DN. N-v^^yb 

H i.T I KilfiDx.. ll^P^9 0'CTlIJ^t/Co 0. 3ml ©x^' 

t'/bi-T^yUOJlCiSfc^-?:. 7 Omg<D«f£fl:-g-ite*«ffel&5l5i L 

ak.^. : 256-260'C (^») 

'HNMR (ds-DMSO) 5 ; 
3. 76 (m. IH). 3. 94 (m. 2H). 4. 44 (m, 2H). 
6. 74 (brs. 2H). 7. 78 (d. J = 13Hz. IH). 

7- 99 (t, J=9Hz. IH). 8. 73 (s. IH) 

immm 41} 

1- (6 -T;y-3. 5 - 'J y )U ilr a \f ^) i> > - 2 - ■< - 8 
-ra ^-6-7;l/:«-D-7 - (3-y^;l-T; / T-tf'^y> - 1 
--f;U) - 4- ^^V-l. 4-vfcKo4^y')>-3-:;>;;U;lt> 

1- (6-Tiy-3. 5->'7/U:fot°y>?>-2-'fyl/) - 

8- 7'D^^-6. 7--:^7yl/^D-4-:t+V-l, 4-i?tKo 

+ y 'J>-3-*/i/:f:>Se260nig. 3-y^;ur5 yr-tff--:^ 

> — *SS!?iS 1 30mgs N-yf-yl't*o«Jv'>300mg4-800mg 

0. SmlOi^y - /U*tfl;t fcgilSc?^ Ifi" iiS 1* * » «l . x / - 
^l'. v^-fV:^Df;Ui--ryKOmirijfe^T. 2 4 7mgC!)S{|£<l:'^ 

at.*?: 238-245X: (^») 
'HNMR (ds-DMSO) 5 : 
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2. 21 (s. 3H). 3. 46 (m, IH), 4. 12 (m. 2H). 

4. 63 (m. 2H). 6. 75(brs. 2H). 7. 88 (d. 
J=14H2. IH). 7. 94 (t. J=9Hz. IH). 8. 
7 0 ( s . 1 H ) 
s CUtfi^tJ 4 2 ) 

7 - ra - (jl^^ut;/) T-tff-s?>-i-^^i/i - i- (6- 

T;y-3. 5 - i> y 7t a \i V i> > - 2 - fl^ ) - 8- ^DP- 
6-7;U:=«-a-4-:^4^V-l. 4--:;'h Ko4^y >) > - 3 - ij jV 
•-f: > Bg g) b£ 

io l-(6-Tiy-3. 5-v7;U3l-Dt°'J>'>-2--f;U)- 

8 - ^ a a - Q . 7-v7;l/:tD-4-:i-+V-l. 4--:>tKD 
+ y'J>-3-/7yl/^>KlOOing^ 3 - (.^'f-fl'TlJ)T-t' 
f-'J > - iStt^g 70mg^ N-yf-^Ut'oyvvlSOmg^-SlOmg 
®N. N--:>>^->U*yUATi KtrJnx., 1 5^H9 0iCTttt^L 

J5 fco 1 m 1 ® Jt rJ' y - ;U*J|0^ fcfi^tt?^ L , #m'K»«-»JR> i ^' y - 
v>'fv:/of;l/JC--r;U©)ElCi5feoT. 10 7ing©;g|iafk# 

».«g:24 1- 245*C(»JJ?) 
'HNMR (d«-DMSO) 5 ; 
20 0. 98 (t. J=7Hz. 3H), 2. 49 (q. J=7Hz, 
2H). 3. 55 (m. IH). 4. 14 (m. 2H). 4. 66 
(m, 2H). 6. 76 (brs, 2H). 7. 86 (d. J = 14H2, 
IH), 7. 95 (t. J=9H2, IH). 8. 69 (s. IH) 
CUm^J 4 3) 

25 7 - ra - (i^y^yt/Tsy) T-tf^-:;>-i-^;t/i - i- (6 

- T I J - 7^ . 5-v>7yU^obf'Jv>-2->fyi/) - 8- »oo 
-6-7;l/^o-4-:^4-V-l. 4-vb Ko4^y'J>-a-7>; 

1- (6-Tiy-3. 5-v'7/U:l-Dt*'Jv/'>-2--<;l') - 
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5- i'OO-e. 7-v?7;l';l-o-4-:1-4-V-l. 4-vtKD 
+ y'J>-3-3&-H/+:>Kl00mg. 3 - { V> / li'T I / ) T 
■if ^ > -i^Wl^ I 0 Omg. N-^f^/Ufa'J •>'> 1 5 Omg* 
3 10mg©N. N->?yf^;l/4-wUATiK«rJinjtx 15^PbT9 0 

5 tTltJ^Lfco 1 ra I ® i y - ;U^J!jDx.fc^S[?^ L . tlfttS'^^rtt 
BJ. xrJ'y-zl., v-rVT/oe-'Ui-T^ybiOJIiJ-iSfe-^Tx 8 7mg 

:283-287°C(53-«?) 
'HNMR (ds-DMSO) 5 ; 
10 2. 07 (s. 6H). 3. 03 (m. IH). 4. 24 (m, 2H). 
4. 55 (m. 2H). 6. 77 (brs. 2H). 7. 86 (d. 
J=14Hz. IH). 7. 95 (t. J=9Hz. IH). 8. 
7 0 ( s , 1 H ) 

mmm 4 4 ] 

15 7 - r3 - (r;yy^;u) T-tf^v'>-i-w;ui -1- (6- 

T;y-3. 5-i^7 7U:^-ob''J'::?>-2--f/U) - 8 - a a - 

6- 7;U:tP-4-:f^V-l. 4-ybKp^yU>-3-/y;l/ 
^: > S? (D B£ 

1- ( 6 - T I / - 3 . 5 - i> y yf- a \z ') 'J > - 2 - ) - 

8-:?no-6. 7--:;7^U^o-4-7j--:^v-l, 4->'hKn 
+ y'J>-3-7^7;l';iC>eP80mg, 3 - (Tiy/<^^U) T-tff- 
> - iggfig lOOmg, N-y-f-/l/t°DU>5>200mg*280mg 
©N. N - 'J jt ^ JU T i b' izm ^ . 2 5^fa9 0'C-C!Jlfl2L 
A:„ 0. 5ml©i5'y-;l'*Jox./:g^fl[?^L,#fajiKj«-«l!?.i 
^'y-yu, •:^>fv:/oh*;bi-7^;KO)eirj5feoT. 4 2mg©aiie 
ft-&%*ilfe«^ <!: LXi^tZo 
MA.^, : 249-2541C 

'HNMR (d.-DMSO) d ; 
2. 67 (m. 1 H) , 2. 80 (m. 2H). 4. 21 (m. 2H). 



20 



25 
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4. 49 (m. 2H). 6. 73 (brs. 2H). 7. 80 <d. 
J=14Hz. IH). 7. 93 (t. J=10Hz. IH). 8. 
5 6 ( s . 1 H ) 
C##«>J 2 4 D 

4-TiJ-S- i7aa-2. 5. 6-h'J7;i;:1-pb:'Uy>g>-^ 

3- 5^00-2. 4. 5. 6--rh^7yl':*-Dhf»J-:^>20. 5g 

%T'y=e-T-^z om 1 ^3[ajr;9-ttTiinx./Co -e®*t 3 o^ix 

Om 1 ©;>OD+:yUA 

B^BiLTie. 6 g©«ia<b fco 
C # % «»J 2 5 ] 

4-^0^-3- ^00-2. 5. 6-h'J7;U;«-ob''Jy>g>-^ 

4- Ti>'-3-^'DO-2. 5. 6-h«j7;l/3i-Dtf'Ji;>9. 
4 gJ£-4 5m 1 OT-t KjlH 'JyHr^*>U. 4 5X:-??a^Utt;{»<'i 
t-^f->i^-^^V7^Vl. 5g^■25^*^(^TjB5TL/;:„ 40^ 

*II#«ia«E LfcS^. MBETtrajfiL^o ^Stl 5 0ml©^'oo;t-wu 
A t 1 0 0 m 1 © 2 m^m^m^^m. Ltzo a o .-fwb AJi^. 2 0 m I 

C # # fi»J 2 6 ) 

4-7' P^-2 - (t-r^^UT^y) - 5- ^op-3. 6->' 
7 ■>!/ ;r o b° U y > © 1 ^ 

4-7'o^--3-i^DD-2, 5. 6-h';7;U3rDt°'Jv;>10. 
2gtx-yf-}VTl > 1 0. 5g*40nil©T-trhJih>J;l/C 
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ilOK.. 1 l^raftllSiSiS L fc o *. . ^Ji^^.«EETa* Lfco HaStr 
8 0mlCDi'DO*;l/A*^lnix.^ 5 0mlCD3Ka7jc-CiSfe^Lfco 9 

t U T 1 2 . 8 g ©aiiEffc'&^i^Wfco 
5 C##^J 2 7 ] 

2 - (t-T'^^Uy^y) - 5- j^ao-3. 6-v7jU:;tab°'J 
>(D fig 

4-7*D^--2 - (t-T'^-Zl'Tiy) - 5- ^'oo-3, 6- 
=J> -J )\^-^ u \£ ^) \ 2 . 8g<i:h'Jx^;l'Ti>2. 5g«-0. 
10 57g<Dl O%/^5yOA0li)f<i:ifc<r3OmI©/i'y-yncSD 
;t. 5 0 X -C 5 B [BIzK^SSJlO L L © 

i«ffTa*L./:o SIjSUS Om I Oi'DD^/l/A^-Un^, 7 Om 1 

jft^METirSSlL. 164^4^ <!: L T 9 . 3 g <Dm^^t^<Sa^ 

IS ?f o 

im^m 2 8 D 

2-^>y;l/T;y-6 - (t-yf-;t/Tiy) - 3- :^no-5 

- 7 ->l/ :t g fc" 'J V > CD fig 

2 - (t-T'f-.'UTSy) - 5- ^'DD-3, e-v^yi/^of 
20 'Ji>>6. 8g^8. Og®-<>>>>UT5>i<i:fcJ::lOml©N 

- y ^ ;u b° a 'J K > Jr SD;t . 15 0 'CT — S^a^ U A: „ iJC?^ t tz 

8 0ml®i'DD*;UA*jD;i, 3 0 0mloaEa^KT3Isli!fe 

sifis L/cp A^DThi^77^ - (•>'j/7y-»i's loog. 

25 ^ai^a[; i'oa^-wUA : n-'^4^-(f>=l : 1) jrftt. ^«fe<D 

.t L T**J 7 . 0 g OfflSU® «|iefl:^«&*?#^ o 
C # # «<J 2 - 9 D 

2-7;y-6 - ( t - y J\y T i y ) - 3- 9aa-5-y)\y:t 

pt:f'j-:^>sa^2-r;y-6 - (t-7"f^/W7;y) - 5- 7 /u 
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5 3 0 1C-C 1 I^HTK^gSlra L L ^ CD t, . ?tfJ«S^-$:ME 

TS^UfTo 3KjiEl-5 Om 1 CDi' oa^. jUI^^jja^i^ 1 Om 1 06 

77>r - ( •> ') ij /v^ 4 0g.?gai?e[:i'oD4-wl.A:n-'s4^ 
10 -9->=3 : 1-*1 : 1) CftL. ^«fe©j6tt1S»iLT2-T$y 
-6 - (t-Vf-jl/TiJ) - 3- ^'oo-5-7;U5t-olf>Jv?> 
1. 35g.tSfe©»i4^e|atLT2-75y-6-(t-r^yl.T 

15 o bf 'J V? > 

'HNMR (CDC Is) 6 ; 
1. 44 (s, 9H), 4. 32 (brs. IH). 4. 37 (brs, 
IH). 7. 02 (d. J=10Hz, IH) 
2-7;y-6 - ft-y5";b7^y) - 5- 7yu^pt:'J>> 
20 'HNMR(CDCl3)<5; 

1. 46 (s. 9H), 3. 99 (brs. IH). 4. 30 (brs. 
IH). 5. 61 (dd. J = 2H2. 8Hz. IH). 6. 91 
(dd. J=8Hz, llHz. IH) 

tmmm 4 5 } 

25 iiik 1- re - (t-y^/UT^y) - 3- :yoo-5-7;u 

* a if ^) i? > - 2 - ^ - 8- ^00-6. 7-ifyn^^a-4 
4-v?t: Ko4^y 'J>-3-/7yl/>-K4^'>U-Kg)-6' 

0. 84g©3-i'aD-2. 4. 5-h'j7;l':j-D'<:>/^;U 
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(3-5^00-2. 4. 5 - h y Jl' yf a '/ Jl' ) T ^ ') fl'JSi 

-6 - (t-r^/l'Tc/) - 3- i^DO-5-7;U3!-ne''J>s> 

0. 6 5g*io;t/co ::®^?«*i«ET«rgifi|L.irfeo@?fm?S 
^-?#/Co ^nir^ 0. 7g©i|7X^K7!7«J'!7A<»:3mlON. N- 

4 0mlCD^'oo;J-wl/Ai 3 0 0ml©|gS7ic^)!lDX.T^}Kx -:>C^ 
T^oo^^/UAB^-. 3 0 0mlO^a7KT2lBli5fe^Ufc^, SS* 

mm^ f •> •i' ATigis^^ffiTtrjs^ uae Lfco <fi-ai«5*i«S{. 

m.*- : 2 1 0 - 2 1 3 

'HNMR (CDC Is; S \ 

1. 38 (s. 9H). 1. 41 (t, J=7Hz. 3H), 4. 
41 (q. J=7Hz. 2H). 4. 84 (brs, IH). 7. 
32 (d. J = 10Hz. IH). 8. 32 (dd. J=8Hz. 
lOHz. IH). 8. 45 (s. IH) 

C H ifi 4 6 ] 

1 - C6-T$ y-3-:ypo-5-7/U::rot:°'Jv?>-2--<;U) 
-8-^op-6. 7--:>7;U;to-4-:!r4^y-l. 4->?bK 

o4^y 'J >-3-/?/i/4-:>agg)-^fiE 

JCf-zb 1- [6 - i\.--ff-)\,-rXJ) - 3- ^DO-5-7 
/U:l-Db°'Jv^>-2-'f/l/] - S- ^'OD-e, 7--:>7/U:tP- 
4-:t4-V-l, 4-vtKo + y»J>-3-:/iyUd-:4^>U'-> 600mg 
^2. 5ml04ii^ieiltKKcDig«[ (1 : 1) JCjn^T, 4. 

1^1*1*5? Jn^'/'-zU. y'l'v::^ob°;UJi-7^;l/©IIIiicgfeoT4 58mg 
© ^ l£ fl: ifej * H 3|5 t L T t# o 



m 
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i4,#. : 2 8 0 X:jei_h 

'HNMR (d«-DMSO) 5 : 

7. 10(brs, 2H). 7. 99 (d. J^lOHz. IH). 

8. 40 (t. J=10Hz. IH). 8. 89 (s. IH) 

5 :mmm 4 7 •} 

7 - (3-T-y T-tf»v?>-l-^yt>) - l- ( 6 - T i y - -i 
-»ao-5- 7yi/^pe'U-:;>-2-^;U) - 8- ^OD-6- 
7 ;f D - 4 - 4^ V - 1 . 4 - v h K n ^ y ij > _ 3 _ ^ .^r 

10 1- (6-Tiy-3-^'Do-5-:7;U7j-Db'''j-:^>-2--i' 

-'I') - 8- ^'OD-6. 7-v7;U;fD-4-5t-4-V-l, 4-v 
t KD + y <) > - 3 - ij ji, I OOmg. 

> — IgSftg 70ing, N-y^yUtro»Jv>150mg-$^300mg 

CDN. N-v^yf^;U;^;UATiKJCj!jn;i. 3 0^|g|9 0'CT-|t«JU 
15 fcoO. 3mlOai^'>'-/U*Jnx.fc^ffiC?^LxWffi«5«-i«5J.Jc 

4'y-;L', ^ '/ :f a if juj.- ,va)f^izj^^ X . 9 5mgOig5^ 

268-270°C <^*?) 
'HNMR (d,-DMSO) 5 ; 
20 3. 71 (m. IH). 4. 08 (m. 2H). 4. 67 (m. 2H). 
7. 04 Cbrs. 2H). 7. 87 (d. J=14Hz. IH). 
7. 94 <d. J=10Hz. IH), 8. 62 (s. IH) 

:mmm 4 a d 

1 ~ (6-T ;y-3-^op-5-7;U7t-pb°'Jy>-2--f.>l) 

> a? g> -ft- b£ 

;l,)_8-i^OD-6, 7--:;-7;l':tD-4-5f+V-l. 4-->' 
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tKo + / *) > - 3 - ij Jl' >m 1 03mg, 3-/^il'Tl^T 
•tff-'J > — ifiKta 85mg. N-^f-yUfDUvJ^lSOmg^-SOOmg 
ON. N - 'J / ^ 4-^ AT i KICJD;L. 3 0^lffl8 5'CTlS^L 
■fZo 0. 3 m I <D :xL ^ y - jUitaA.tz^tk)% L . Vt iB ^ 'S: MJH . ^ 

it*:277-280'iC(^«?) 

'HNMR (ds-DMSO) 5; 
2. 20 (s. 3H). 3. 45 (m, IH). 4. 13 (m. 2H). 
10 4. 64 (m. 2H). 7. 04(brs. 2H); 7. 87 (d. 
J=14Hz. IH). 7. 94 (d. J=10Hz. IH). 8. 
6 2 ( s . 1 H ) 

tmmm 4 9 ] 

jL-f-ji/ 1- [6 - (t-7'f-.>UT;y) - 5 - y ji- 7t a \^ if > 

15 -2-^>>l/] - 8- :yoP-6. 7--:>7;l/;i-o-4-:t^V-l. 

4 - if t. Kn4^y V>-3-7»;l/»"4^>U - hg)-^^ 

0. 56g©3-i'OD-2, 4. 5-h'J7;i/;4-D'<:>'/-f/l' 

BIKJ-5^>'i'j^:^7-vu*Np>:^^{rj:oT-g-fi)<:t/^ 3 - jc h^->- 2 - 

(3-:^Do-2. 4. 5-h'J7;U:+D'<>y'f;P) T^'U^Ugf 
20 Ji-f-;UJLX7"yUJ£-^A>Ly;i5'OD;t-wUA®iK2ml{r, 2 - T i y 

-6 - (t-r-?-;l/TJy) - 5- 7^U3j-ah°'J>'>0. 42g^ 

0. 6 g (DMTi^^Wii} *) 'y A t I . SmlON. N-yj<-f-;U 
*;l/ATi K*lnix.T9 0'CT20^aEt$Lfeo SScJ^Lx 4 0ml 
25 ©5'oo:foUZ.i3 0 Om 1 <D ^ 'S: tU ^ X iH- ^ ^ ot^Ti^no 
*/bAJi«-, 3 0 Om 1 (Om^Tii-C 2 mUki^ L tzm. iRTKBSKv^ 

JCiSfeoT. 0. 4 8g<Z>«SiaYb-&1&*^||fet&5|5<tL-C?#/Co 
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M.^. : 2 0 7 - 2 1 0 IC 

'HNMR (CDC 1,) 6 : 
1. 37 (s. 9H). 1. 40 (t. J = 7Hz. 3H). 4. 
40 (q. J=7Hz. 2H). 4. 82(brs. IH). 6. 
5 52 (dd. J=3Hz. 8Hz. IH), 7. 25 (dd, J= 
8Hz. lOHz. IH). 8. 31 (dd. J=8Hz. lOHz. 
IH). 8. 61 (s. IH) 

immm 5 o ) 

1- (6-T;y-5-7;U;j-ae'Jv>-2-'r;l/) - B- ryg 
10 a-6. 7-v7-'U:^a-4-^4^V-l. 4-v^bKa4^>''J> 
- 3 - ^./UrfCvBgCO^Bg 

if-.'U 1- [6 - it-y^/lyTiy) - 5- 7;U3t-atf'Jv 
>-2-'f^l/] - 8- ^^oo-6, 7-ifyjl'7tu-4-yt^'J- 
1. 4-v?t KD + /«J>-3-*;U5j-:+i/U-h450mg«-2inl 

15 <o A m^mwt tw^WKOMm (1:1) izisaA.x. 3 v^mm.wmmm 

y ^ -f u tr/l/i-T^yUOJlHJCjJfeoT 3 4 2 m goeilEffc 

Hi*: 232-235'C 
20 'HNMR (d,-DMSO) 8 ; 

6. 87 (brs. 2H). 6. 91 (dd, J=3Hz. 8Hz, 
IH). 7. 64 (dd. J=8Hz. llHz. IH), 8. 36 
(t. J=9Hz. IH). 8. 77 (s, IH) 

i%mm 5 1 3 

25 7 - (3-T;yT-tf-y-i?v?>-l->r;l/) - l- (6-T;y- 
5-7;U:^ob'«J->'>-2->f;U) - 8- jyoo-6-7yl/;fo- 
4-:;t-^V- 1 , 4-':;b: Ko4^y U >-3-:<7;l/.-t-:>i»(P-^Bg 

1- (6-Ti>'-5-7;b:^-Dt''jv'>-2--f;l/) - 8- ? 
00-6. 7->'7;U*o-4-:t + V- l. 4->ftKD + y«J 
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> - 3 - ij JV^^ >9i 5 5 m g . 3-TiyT-if^-J> — *g»tg 7 0 m g . 
N-^-^-^l/eD'J-:;>80mg-&270mg®N. N-y^f-zU^h 

ji^^m^fzmwui^L. ^ffmm^m^. s. 9 j - )\^ ^ v v y o t* 

/Co 

It*: 250-254^ (^«?) 
'HNMR (de-DMSO) <5: 

3. 71 (m. IH). 4. 05 (m, 2H). 4. 67 (m. 2H). 
10 6. 78 (dd. J=3Hz. 8Hz. IH). 6. 80 (brs. 

2H). 7. 60 (dd. J=8Hz.lOHz. IH), 7. 85 
(d. J=14Hz. IH). 8. 60 (s. IH) 
C^Mi^ 5 2 D 

1- (6-T^y-5-7;l/;fah:°iJi?>-2--fjl/) - 8- :yD 
15 o-6-7;U:^o-7 - (3-/5^ ;ut; yT-tff-v> - 1 - -fyu) 

-4-:r4^V-l. 4-vb KD^/'J>-3-;»yU;K>S?(D'^^ 
1- (6-r;y-5-7;U:tDt°'j->'>-2--1';U) - 8- ^' 

OD-6. 7-v7;U:ta-4-/l-4-V-l. 4-vhKo + yU 

>-3-7^yU5H>®fl 0 Img. S-^f-ZUTSyT-fcff-v^-iS 
20 ®?Jtg85mg^ N-y^;l't°a'J-:;>150mg^300ing®N. 

N-'I^y^yb^yUATi 3 0^ig8 5iCT!Jilfi^L/Co 0. 

3 m 1 <D jc y - y^*^I^;i/:Sfc2a[^^^ #f aj«i*i«I6l, jl ^ / - yu, 

25 St.*: 252-255^ (^3-») 

'HNMR (d.-DMSO) d; 
2. 21 (s. 3H). 3. 46 (m. IH). 4. 13 (m. 2H). 

4. 62 (m. 2H). 6. 78 (m. IH). 6. 8 1 (brs. 
2H). 7. 60 (dd. J=8Hz. lOHz. IH). 7. 84 
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(d. J=14Hz. IH). 8. 60 (s. IH) 
C##^J 3 0 ] 

N - (3-^oo-2. 5. 6-hU7;U^ob:'Jy>-4->f;l/) 

3_>j,oo-2. 4. 5. 6-7-h^yjUzta\f')if,^i8. 5g 
4-20. 5g©7^';H'; K*'J'>Ai:i:fcir4 0mlo-:?i'DO 
/^><i:2 0ml©N. N--:?>)<^yl/;f>;UATi CO m. i& i' Ija :>L ^ 
4 0 'X: T — Mi^tM-W L o 40mlCD^'DD-+wl/jU^jD^, 500ml 
0?SS7X-U2[p]. SOOmlCDO. 5%7KKYl:-:^KU'^A7K^?eET 

C##ffiJ 3 1 ] 

N - r 2 - (t-y^JUTiy) - 5- ^oo-3. 6--:^7/b:=i- 

o bf 'J > - 4 - ^ 1 7 >u ; k cd -6- b£ 

N-{3-i'oo-2, 5. 6-hU7yU3rnt°»Jv?>-4--f 
fl^) y f ^ I h' 3 0 . 0g*42. 2gCDt-7'-?-yUTi>ii 
t>«Cl SOmlOT-trh^h'J JD A , 3 0 ^ ttt *n f» 31 i5fE L tz o 
MBETJCiSfigL. 200mlOi'na;Jt;PA^-tinx., 100ml05 

3K®7KTj5feH^Lfc„ m^m im7Kmm-7 ir- ■> 2. -c^t^mt^BcT 
[ # # 0IJ 3 2 ] 

N - (2-T;/-5-:yoo-3. 6--:^7;l/::i-Deijv;>-4 
- ;u ) y ^ ^ I K g> Jig 

N - [2 - ( t - y i- Jl^ T i / ) - 5- i^aa-3, 6-x7;U 

^l/^f oftttjrlD^. 7 0 "CT 5 ll#raij£«t«i L fc, i^ETU aiflf L /^o 
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C # # «>J 3 3 ] 

N - (2. 5-v?j^op-3. 6 - if y )l>:t o \£ *) if > - 4 - -( fl) 

N - (2-T5/-5-i'Dn-3. 6-v7yU;*-ot°yv>- 
4-'<;l')7^'/H'iK2 1. 3g«-14. OgtDig{Lm~^ti 
t)(r8 Om I ©T-t h 'J/pmox.. ^i&-c^3^^$L>^i t - y 

^;^:^-f h^'f hi 5. 8g^^30mlOT-b^J:^^'J;Kr^g*^L 

L/Co aSES 00m 1 C0^'DD;f. ;UAi:2 5 Om 1 02N^K«-llD 
;t^«?t/c„ i'oo;l-wUAJ1^5 0ml©|KS7K-Ci5fe^L/c„ 

m^«- V >f V :r o tfyUi - 7^ ^ft t Tit Dl U . 16. 2 g <©« 

C##fl8J 3 4 3 

4-T;y-2. ^-'J9ou-Z. 6 - -J y Jl^ Ttr a \i if > <D ^ 

N-(2. S-i^i'OO-S, 6-v7;l':*-Dfcf*'Jv?>-4-'f 
71/ ) 7^'>l/-fi K16. 2g'S-20mlCD25%T>^^ — T7K7§-^ 
i<i:fc(Cl00ml©^'on+wUAi40ml6Dy5'y->'UCD^iiK 

icijn;t> SiaT3o^«t}s^L/co z^ETcjgas mmtz 1 5 0 m 1 

®i'OD*;l/A^-Snx.x 2 Omi ©1 5%7kSf'ft:^ h "J 't'ATK?^?^, 
ol^Tl Omloa^STkriJfe^U/c., ^'00 7^-»UAg4-il*BiiK^ 
r^ v-^-^-C^gSg^MEETtcaJilLfco «fai!^i LT4. 5 5 g© 
Slf2Yb#«Bij* jlRfe^^ <!: L T ?f ^ c 

C # # iflj 3 5 ] 
4-T^y-2. 5 - if y :t u \£ ') if > <D fSi 

A - T \ J - 2 , 5-ififaa-3. 6-v^7/l/:tot'U>'>4. 
5g<i:h'Jif-;UT=>4. 5g^0. 4Gg©10%/v°7i^'>A 

mm 1 1 h 4 0 m I <D / ^ ^ - tzisa ^ . 5ox:-ci2Bra 7K.m 
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^iSir h y Jtf-yUT i > 1 . 5g. 1 0 y . 3 5g. 

y^y-yU3 Om 1 *lra;ts 5 0"CT'4 ll^H^^gSj&Dlxfco jitidt 

0 m 1 O ^ 

2. 6 7 gO^I£fL^'tel*|Rfe@f*<!: LTlffco 
C # ^ fif*J 3 6 ] 

2-^>y;UT;y-4-T-y-5-7.>l/;»-Db°'J^>CD-^B£ 
4-Tjy-2, 5-v?7;U:*-ab°y>'>4 1 0mg^930mg 
> JUT I ^ttfcClm I ON-yf^/ben'j K>JCjnx.> 
S^3?ffi5tT15 0TT3BraS£:U/Co SJc?&L/::a^. 3 0ml© 
^fDD*;UA€.]!Bl;t. 3 0 0mloa?S7KT'2iaiSfe^Ly::o i'oo 

orfwUA: jt ^ ^ - /\,= I : 0 — 50 : 1) tz ff L . «ffe@<*<!:L 
T4 0 Omg®«ia^b-&%«-?#fco 

'HNMR (CDCl,) 5: 
4. 06(brs. 2H), 4. 40 (d. J=6Hz. 2H). 
4. 60(brs. IH). 5. 69 (d. J=6Hz. IH). 
7. 33 (m, 5H). 7. 75 (d. J=3Hz, IH) 
C # ^ 0tj 3 7 ] 

2. 4 ~ if T i y - 5 - y Ji' :i- a \z > m&t <D ^ 

2 JUT I y-4-Ti y-5-7;U:t-oe'; •:;>3 5 Omg 

i 5 Omg® 1 096''>5v?<>AMfS<ti*>jr4 0 OmgOjgieije^- 
ttl;t/i4m I ^'y-yHrjD^L, 4 0*C-C2 Bra7K^i^iniL.fco 
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^a7X*inx.> mS.T t-SkiH^ i Wife's: 4 l Om i (r> 3. 9 J - 

i^nm 3 8 3 



Jl ^ 


3 


- ( 4 - T 5 / 




5 


- 7 5*- D 


f 


•J 


v > 




2 - ^ )V ) T 


I J ~ 2 




( 3 - 0 0 - 


2 




4 . 5 - h 


U 




;u >t- 




^ > -r ;b ) 


T 9 V 




h . S i ^ 




3 


- ( 2 - T 






- 5 




•7 ;l/ :t 0 h" U 


v > — 4 




-f ;U ) T 5 y - 


2 




( 3 - ^' 0 


0 




2 , 


4 


. 5 - h 'j 7 


)i' a ^ 


> 


•/ -f ) T i7 


1/ 

















10 0. 34g®3-i'nD-2. 4. 5-hy7;l';i-oA:>-/^;U 

(S-i'oo-Z, 4. 5-hy7;U^O'<>-/>f;U)7'j^ij;UK 
Ji^;Ujcx-7^yl'*^A^L^wi'DO;^;UA^iKl. 2mlJ-. 2, 4 
-i^Tiy-5-7/U?t-ah''Jv>>^SftgO. 25g^0. 28g 

15 ® N - y ^ ii/ e n 'J > i i cini;?. /Co c © ^ ^et fiUS 

L/CeSljSJr, 0. 52g©|||f7K^K/7'J':^AiO. 8ml©N, 

L, 2 Om 1 ©i'oo-i-wUAi: 1 0 Om 1 ©^@7K^Sax.T^SS> 
ot^T^' 1 0 Om 1 ®^@7Kxi5fe#t/c^. ^tK 

- (. tl f )\^ ^ 14gs^iBjK;^'DD;t:;UA:y^' 

y-/l/=l : 0-1 00 : 1) JrftL. ^^fiR1^»*#Wr577^ 

JC^'Z-yU^ >''('7:/'ne';Ui-x;l.©|l|lJriJtoT. 1. 0 6gO 
25 (NMRTIi*<jl : 1) *^»fe|^3|tti,-cf#fco 

i%mm 5 3] 

■i.-^;U 1- (4-T;y-5-7yt/;<-oeUv?>-2-^yl/) - 



^ y 'J > - 3 - 7» ;u --t-: 4^ •> U - 
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if-il/ 3 - C4-Tiy-5-7yU;t-of«;y>-2-'f^U) 
T I J - 2 - (S-i'OD-Z. 4. 5-h»>l7.»l/:*-DA;>./^;l,) 
Ti^'JU-hfcJcOCjc^/U 3 - (2-T^/-5-7/l/;t-oeiJ 
x>-4-'f/l') T;y-2 - (3-^00-2. 4. 5-h';7 
;l':i-D'<>y^';U) T^'JU-h©S'&«iJl50mgJC, 230ing 
®if7jcptSt3^'J'>A<!:4 50mgON. N--:?/f-;U:n;UATi K 
*lra;tTl 0 0'CT2 0 ^mWLfZo SC?#L. 2 Om 1 (D 9 a u 
^UAt 1 0 Om 1 ©^®7X^J!lDX.T^>K. ot>-C^'aD4t;UA®;£-, 
1 0 Om 1 ffi|gS7KTi5fe^L/i^. il7KB5®f7^4^->.>AT^jS^ 

3. 2g, ^aiSS: ^'oo^h^bA: </:J'/-;l/=l GO : 1) ("f^ 

«,^. : 1 4 0 - 1 4 8 X 

'HNMR (CDC 1,) 6 : 

1- 38 (t. J=7H2. 3H). 4. 37 (q. J=7Hz, 

2H). 4. 78 (brs. 2H). 6. 78 (d. J=6Hz. 

IH), 8. 11 (d. J=3Hz. IH), 8. 27 (dd. J 

= 8Hz. lOHz. IH). 8. 55 (s. IH) 

im^mmz 4 ] 

1- (4 -T^y-5-7;b:fob°'Jx>-2-^>iU) - 8- ^o 
a-6. 7-v>:7 ;l/:rp-4-:<-4^V-l. 4--:;>tKo^y'J> 
- 3 - :<7;i/;K>^(D-^Bg: 

J^5=-;U 1- (4-T;y'-5-7;l/:t-DlfiJ-:?>-2-'f;U) 
-8-^'no-6, 7-v?7;b::t-D-4-:!r4^V-l, 4-xtK 
D+y >; ✓-S-Zyyl/.+r+vU - H 3 5mg^4 0 0mgCD4a^ 
i ftK£Dig«[ (1:1) ir*D;tT. 3 Pa «J*tJD f!!i^«E L o 
ft?^Lx #rdi1^»«-ailL^ 353*^ JL^'Z-yl/, 'J >( -f a \£ )V jl - 
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Mj^, : 2 B 0'CSH± 

'HNMR (ds-DMSO) 6 ; 
6. 86(brs. 2H). 7. 00 (d. J=7Hz. IH), 
8. 12 (d. J=3Hz. IH). 8. 39 (t. J=9Hz. 
IH). 8. 74 (s. IH) 

immms 5 ] 

7 - (3-T;yT-tf^->' ;U) -1- (4-T=y-5 

-7;l/:<-pbf'Jv^>-2--<;U) - 8- :yno-6-7/l/;rp-4 
- * ^ y - 1. 4-yb Ko^y 'J >-3-7!y;U;h:>li?<D^fi£ 

1- (4-T$>'-5-7/l'5|-nt°'J-:?>-2--f/U) - 8- i^ 
on-6. 7-if-7A/^i3-4-^^'J-l. 4--:?tKD + yi; 
>-3-*^b+:>aJ2 3mgs 3-T5yT-tf^v> " *gBe*g 2 0 m g . 
N-yf-;l/fo'J-:?>5 0mg*l 1 OmgON. N-i?y■f-;^;^ 
Jl'M.T i Kta^. 2 0 9 0 "C-^mW LtZo SOOmgOi^ 

tfyPi-T^yuoflUriSfeoT:. 2 Smgo^iefh-^il^^Sifet&^KiL 

Ilk* : 2 8 0 tJiUi 

'HNMR (ds-DMSO) 5 ; 
3. 75 <m. IH), 4. 10 (m. 2H). 4. 66 (m, 2H). 

6. 77 (brs. 2H). 6. 92 (d. J=7Hz. IH). 

7. 86 (d. J=14Hz. IH). 8. 08 (d. J=3Hz. 
IH). 8. 57 (s. IH) 

(#^ff>i 3 9 ] 

/ /I' 2. 6-':^^oo-5-7 7l/:^-p — J^j^-hCD-^fig 

2. 6-if9aa-5-y/Uyi-a — :3^>Wc2 1. Og, iir ^ 
•J D U K 1 0 m 1 . N . N - / ;U +wb A T $ K 1 0 6 0 m 1 
<r> V 9 u a / 9 > iz-m^ . ^^-C — S^ltl^L/Co igSSEiiS*)©!* 
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(11 5 Om 1 O^^DD;h/UA<b 1 5 Om 1 ffl^®7jc«-*D^^?0[Lfc„ 

im^m 4 0 ) 

4-^-h©4^03 (1 9. 95g) y y it ti ^) I. Cxyu-K-? 
'CK) 14. 5g^'rh^/f-JVT>'e — 'yj*9o*)\^l. 6g^ 
3 Om 1 ©i^^^ybi^^U^-x+v KCjD;l^ 1 1 0"C-C2^ra^JKI¥ 
LfcoSC?«&U^ 100ml©i'OD;^iUX.*Jnx.s iiosKStKt 
2I1> 1 \ <D 1 %^Wt-h h *) I.7if.^iei-c 1 mmi^ L fZo a a 

^^tSiSE i t Tffilli® y ^ ;b 2. 5. 6-h>j7;W;<-o^=i^*- 
h*W^o ^I^^^60Inl©T•^rK^^Uy^lZ^*^Lx 12. Og 
©t-T-f-yUTi >*Jn^fco «ET<caiffiL, ^iS(ri 0 Om I 
©^'□aTfwUAte Om 1 ©^®;K*]!jnx.^3-jKL/Co ^'on;f. 

-^ + -9- > JC:^fife U TZ«lSt 6. 8 5 g © # !£ <b ^ ifiSl ^ Sft IS b^b 
<t L T t# /c o 

'HNMR (CDC I3) 5 ; 
1. 50 (s, 9H), 3. 86 (s. 3H). 5. 04 (brs. 
IH), 7. 71 (dd, J=7Hz. llHz. IH) 
C # # 01] 4 13 

p<f-yU 6-t-rf-yl/T;y-5-7;U;i-D-2 - (1. 1. 3. 

3--7^ h7y-y-yur-f-;i/T = y) — iif-^-h©-A>Bir 
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h 2 . 44g, 1. 1. 3. 3-T-h5;<f-;U7'^;l'Ti>4. Og 

ij *f )\'^ 4 0g.Smac:^'aD;fwUA:n-'s + -y->=l :1) 

LT 2. 9 0 g£DglIdYk-^!fe^|#/Co 
'HNMR (CDCI3) 5; 
0. 96 (s. 9H). 1. 51 (s. 9H). 1. 53 (s. 6H). 
3. 76 (S.3H). 4. 87 (brs. IH). 7. 52 (d. 
J = 12Hz. IH). 8. 38 (brs. IH) 
C##OT 4 2 ) 

2-t-rf-/bT;y-3-7;U:fp-5-yf-->l/-6 - (1. 1. 

3. 3--7"h^y^yurf-/i/T^y) tfUvxP-^gK 

Uf-'>AT^Ui-':7A^N-< K^-r K8 5 Omg*2 0ml a> 7- Y 
7tKo7^>ir^f{cL/r„ 7k?^Lm?¥L/i*<<i2. 80g®yf- 
)\f 6-t-yf-;l/Tiy-5-7;U5fa-2 - CI. 1. 3. 3 
-X h^y^^uy^^PT i —•3^i{.- h^-3 Om 1 ©7^ Y =7 k 

Kn77>{r^A^LTaiTL3^^o SlSis^S 0°C©?6?S(ioJ^2B# 

y/j-tr/U^ 40g,Saijft:^DD:^;UA:n-'^ + -t^>=l : 1) 
<::f* L , t L T 1 . 6 7 g © !giieft-^«g * o 

'HNMR (CDCI3) 5: 

0. 99 (s. 9H). 1. 47 (s. 9H). 1. 52 (s, 6H). 

1. 91 (s. 3H). 3. 7 3(brs. IH). 4. II (brs. 
IH). 6. 81 (d. J=12Hz. IH) 
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im^m 4 3 ] 

2. 6 - I y-3-7 7U:»p-5-^^;Ut:'Jy>g)-^a?. 

2-t-7'^;UTiy-3-7-»U*o-5-y-?-;U-6 - (1. 
1. 3. 3 - -r h -7 f^iUy f^^bT i y ) e''Jv>34 0mg^800mg 

^*ifeO SJgj^S i UTfflSlCD 2 . 6 - T i y - 3 - 7 

Cll J£ «aj 5 6 D 

1- (e-Tiy-5-yjV7i-a-3->t'f-JUif^)iy>- 
10 2-'f;U) - 8- ^oo-6. 7-v7/l/7^a-4-7^^^^V-l. 
Ko4^ / 'J >-3-^;U;fi"^>u - hgp-^Bg 
280mg©3-^'DD-2. 4. 5-h'j7;U7t-o<>-/>f/U 
B^»eJ^-^^l'iX7^/l'*^t.»i*lcj;oTflPfiJcLfc3 - i h ^ •> - 2 - 
(3-i^ao-2. 4. 5-h'j7;l/*o<>«/-f^U)T5'y;l'gf 
15 i^/l'JiX7^;l.«-^3!^Ufci'OD;^;UA^jSEl m 1 iZ . ±Se«D2. 
6-S?Ti y-3-7^U5ro-5-yf-yue'J v>0^ft*, 2ml 
oy^'y-zUx 4ml<7)^'oo5^^UAi:it>{Cjnx./-„ 4 0^Mfi 
<-&fiLfcO^. !lSETJ;««lL/c„^SS{r, 6 0 0nig®if*^ 
S^UOAtlmlON. N--:^>f-yU+wUATi K*]!rax.T8 5 
20 "C-C 1 5 ^iS^ L /Co 30InlcD^oo;^7^A<!:300ml 
<D^S7k^lJD;tT59'^x ot^-C^'oa-+/UA®^3 0 Om 1 (D^'S 

?^&MBETl-i8*itL/Co J^ffiJ- 0. 5m 1 fflji^' y -^l'^-j!jD;tT — Bft 
25 vrnt:;Ui-7^yKDjl|HCiSfeoT. I 7 1 m g <D mti& ^ ISO 'S: M & 

M.^. : 198-202'C 

'HNMR (CDC la) <5 : 
1- 40 (t. J=7Hz. 3H). 2. 02 (s. 3H). 4. 
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39 (q. J=7Hz. 2H). 4. 71 (brs. 2H). 7. 
25 (d. J=10Hz, IH), 8. 34 (t. J=10Hz. 
IH). 8. 34 (s, IH) 

i^mm 5 7 3 

5 1- (6-T;y-5-7.>U:to-3-yf-;bb°'Jv'>-2-'f.>b) 
-8-^oo-6. 7--:;?T7;U:;fD-4-;r4^V-l. 4--:^bK 
P4^y U > - 3-7^;U7K>a?g>-^B£ 

1- (.6-Tiy-5-yjVyta-3-/^)l^ii')i?> 

- 2 - ^ >V) - 8- 5'00-6. 7-v-7/U:t-D-4-:*-+V-l, 
4->'tKu + y»j>-3-*^b:iC4^->l/-hl60mg*800mg 
® 4 5®StgK <k B^RoSiSK (1 : 1) trjD ;i T > 3 0 « Jn fSi 

I8!ll.*i : 279-284X: (^») 

'HNMR (ds-DMSO) 5; 
1. 94 (s. 3H), 6. 62 (brs. 2H). 7. 57 (d. 
J=llHz. IH). 8. 40 (t. J=9Hz. IH). 8. 
7 2 ( s . 1 H ) 
C SI m fl«J 5 8 ] 

7 - (3-T;yT-tf^-:^>-i-^;i/) - i- (6-r^y-5 

-7^U:to-3-yf-/Uh''U>?>-2->f/U) - 8- ^pp-6- 
7/l/3rD-4-:^4-V-l. 4--:^fc Ko4-y U>-3-7>7;l/;K> 

2S 1- (6-Tiy-5-7;l/:to-3-y-f-/l'fU-:^>-2--f 

vU)-8-i'DD-6. 7-v^7yl';i-n-4-:t+V-l. 4-v 
h Kn + y 'J > - 3-:^/l/=K>K8 Omg. 3-T i J T if > 

— *£Bf^.6 Omg. N-yf^/l'tfD'J>'>120mg«-250mg 
ON. N-v?y^yUd->/UAT$K»CjO;t. 8 5'C-C4 5^fe1!tJ$L 
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tzo 0. 5 m \ <oji 9 >f - /v'S:isa^fzmm)% ^tum^m^. ^ 

9 / - fl^^ if '/ y a \i JL - 7^ jl, (Omizm X . 7 2mgOlSie 

a.^. : 256-258'C 

'HNMR (ds-DMSO) 5 ; 
1. 90 (s, 3H). 3. 69 (m. IH), 4. 03 (m. 2H). 
4. 66 (m. 2H). 6. 57 (brs. 2H). 7. 52 (d. 
J=llHz. IH). 7. 87 (d. J=14Hz. IH). 8. 
4 7 ( s . 1 H ) 

C ^ Jfi 0»J 5 9 ] 

7 - [3 - ( / ^ Jl>T I y ) T =f- 'J > - \ - ^ ^\,^ -1- (6- 
T I y-5-7;U:^o-3-j<f-;Utf'jy>-2-^;l/) - 8- » 
oo-6-7;U;j-o-4-:t4-V-l. 4--:;gbKo4^y'J>-3 

1- (6-riy-5-7yi'^D-3-^^;ui?'j-:;>-2--r 

;U) _8-^rao-6. 7-v?7yl/:tD-4-:5t-+V-l. 4-v 
bKD + yU>-3-*yl/+C>K2 5mg. 3 - (^-^-zUTiy) 
T -t?^ y > — iSKiS 25mg. N-/^7Ue'o'J>'>70mg^90mg 
© N . N - y f- ;U * A T J K fr Jo ;t . 8 5 X T 4 5 ^ FbT It L 
0. 2ml®i:5'y-/l,^-j!jn^/»^S[?^L.1fi-ai'fe^^««l.Ji 
y - , 1" V ^ D b° ;u i - 7^ /KD lis <r i5fc -5 T . 2 0 m g o |£ 

14 : 2 5 1 - 2 5 3 ( ^ ft? ) 

'HNMR (d,-DMSO) 5 ; 
1. 90 (s, 3H). 2. 20 (s, IH). 3. 44 (m. IH). 
4. 12 (m, 2H). 4. 63 (m. 2H). 6. 57 (brs, 
2H). 7. 52 (d. J=llHz. IH). 7. 86 (d. J 
= 14Hz.lH),8.47(s.lH) 
C # % W 4 4 ] 



4} 



wo 97/1 1068 PCT/JP96/02710 

81 

6 - t - Zf "f- )\fT \ y-2-^oo-3->Ty-5-7/U?l-otf 

'J > g? Bg 

2. 6-'xi'DD-3->Ty-5-7-rU3fPt°«J>'>7. 6g 
©T-t?h^h';yU^jee40mMct-7'f-;UT;>8. 8g^-J!ra;i 

St * : 8 4 - 8 5 ^ 

'HNMR (CDC la) 8 \ 
10 1. 50 (s. 9H). 5. 15 (brs. IH). 7. 25 (d. 
J = 1 1 H 2 . 1 H ) 
C##fl>>l 4 5) 

2 - ^'y )\,T \ y-6 - t - rr =i- \ y-3-.>-;^/-5_^ 

;U :f o fa° 'J > g> ^ b£ 
15 6-t-7'f-;UTjy-2-i'ao-3->Ty-5-7vU5j-a 
f y > 6 g <D N - y ^ 7U f D y K > 4 0 m 1 ^ j0[ ir > yu T S 
>6. 3 g^jD;^, M^a^TTl 6 0'CT3^Ktt?$L/^o S£c> 
jS^-SSc/^^x ^7 d d ;u a , 7K ^ M X. T t . Wm^^lBlKv^^ 

20 ^i£<l:^1^)2g^-g{iltfet»5K?»iLT?#/Co 

: 

Hi * : 1 3 8 - 1 4 0 ^ 

•HNMR (CDC la) 5 : 
1. 38 (s. 9H). 4. 63 (d. J=6Hz. 2H). 4. 
25 87 (brs. IH). 5. 25 (brs, IH). 7. 31 (s. 
5 H ) 

C##«>J 4 6 ] 

2-T;y-6-t-7'^jUT;y-3->T>'-5-^;U7rab° 
') > -A. B£ 
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2- 0-Jfl'Tiy-6-t-y^iV.Tiy-3->Ty-5- 
7/U3fDe»Jy>500mg{rftBj3ml. i^'y'-yUO. 5ml 

miSlfeT 6 0 ic 7? 2 B failt*^ L ^ o / > zr ^ > y ^ ^ - -cfitm^ 

immm e o ] 

10 J^f-/u 1- (6-t-7'^;UT^y-3-->Ty-5-7;U;<-o 
b''Jv=>-2--<;>U) - 8- ^aD-6. 7-v7;U:ro-l. 4 
-•:;'h: Kd-4 - ^4^V^yo>-3-:»>yyU^4->U - KQ-^fig 

3- J.h4^x-2 - (3-^^00-2. 4. 5-h';7;U:roA: 
> V ^ /V) T 9 'J;l/S!Jcf-;Ua:;^T-/U 4 20mgOi^'/-;U2ml 

15 j§jB[»C*IS5i02-Tc/-6 - t-7'f-;l'T;y-3->Ty- 
5-7,»U:toe'J v>3 0 0mg®ii'y-;U2m I 

/^^U+wbATi K3mlic, ^»*'Jt7/.2 10mg€-*D;tMi& 
-C9 0^fH8 0X;-C2I^IH8lt^^L/Co Sic-.fSC*, i^iPJi^^U^Jn 

L X Ji. 5^ y - t > >> ^ i - -r ;u -cj5feC>. 2 8 0 mg 

li!ll*:2 4 5rj£l±(^ft?) 
'HNMR (CDC la) 5 ; 
25 1. 39 (s. 9H). 1. 41 (t. J=7Hz. 3H). 4. 
41 (q. J=7Hz. 2H). 5. 39 (brs. IH). 7. 
43 (d. J = 10Hz. IH). 8. 32 (t, J = 9Hz. IH). 
8 . 5 3 ( s . 1 H ) 
C H M 6 1 ] 
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-8-:yoo-6. 7--:^7<>U:ro-l. 4 - y b K 0-4-^4- 

jif-^u 1- (e-t-y^^uTiy-a-vTy-s-T^usf 

5 ntf'Jv'>-2-'f-'l') - 8- ^'CfD-6. 7-v7;U^D-l. 

4-ixtKo-4-^4^V + yD>-3-?!7-'U+:+->b-h280mg 

-C?5fel^. 1 2 0mg(D^f£<l:-&1&«-^Mfe?&5t^<!:LT?#/c„ 
10 itt.*- : 2 7 7 ^J[Ji± (^») 

'HNMR (d«-DMSO) <5 ; 
8. 00(brs. 2H). 8. 21 (d. J=llHz. IH). 



8. 40 (t. J = 9H2. 1 


H). 9. 05 (s. IH) 






7 - (3-T$yT-tr-^v'>-l-1';U) -1- (6-Tiy-3- 


•> T y - 5 - 7 5t- 0 e u > 


-2-'f/l/) - 8- i'Do-6-7 


;U5ro-l, 4-vhKn-4 


-:t4rV4-yD>-3-:^yUsK>g$ 






3 - T i y T -e^ > > • ~ ifiKli 


;40mg. h'Jj:.f-;UTi>80mg. 


N . N - y ^ ;u ;i/ A r i K 


3 0 Omg/$?d?^9 Ot:-ejJ!J^LT 


i^^tfjc, 1- (6-Tiy- 


3 - •> T y - 5 - 7 ;u ;f D t° V > 


-2->f-»i') - s- i'OD-e 


. 7 - 7 /U :t D - 1 . 4 - V t K 


o-4-:+ + V + yD>-3- 


*^U;l-:>M5 0mg«-JlI;t, 9 0'X; 


•c 1 0 ^|«J!I«2 L fco SlCffiic 


3. 9 J - \ m \ ^^tLX . wait 


iz'm^^m.lQL. m.'l^K^ . 3 6m 


g©«IS<t^«Kr*^ltfet»5K<b UT 






» : 2 9 0 J&l J: 




'HNMR (d,-DMSO) 


<S ; 


4. 09 (ill. IH). 4. 48 


(m. 2 H) . 4 . 7 9 (m. 2 H) . 
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7. 90-8. 06 (m. 3H). 8. 16 (d. J = llHz. 

IH). 8. 33(brs. 2H). 8. 85 (s. IH) 

imt&m 6 3] 

Ji^;u 1- re - (t-y^JU7iy) - 3. 5-v7;l/7fpb' 
'Jy>-2-^;Ul - 6. 7-v7;U7i-o-8-^^>'U-l. 4- 

i-f-^U 2. 4. 5-h';7;U:*-D-3-y-^>l..K>/'f;Ur-t 
7=- - h 3 . 4 g tz i|7KPK 3 . 2 g > 5l- ;U h JUffie h 'J i -9^ ^1/ 2 . 3 g 

6 - C t - tU7 I y ) - 3. 5->'7;U:+oe«jy>2. 7g 
-$^i^y-/l.2 0ml ir^»$-l*-/it>0^r®TC. ^ST2 O^ISl 

7 7 - ir ft L ifeBfi /I' : -^^-i- > ^ 1 : 8C!)^aiSC<i:04. 6g 

2 - (2. 4. 5-[>U7^U:4-o-3-y^;l/'< 
> '/ -{ Jl'y - 3- [6 - (t-T'-J^yl/Tcy) - 3. 5-v^7iU;i- 

2 - (2. 4. 5-hU7/U3t-o-3-./f-/U 
'<>"/'r-'l')-3 - [6 - ( i - y ^ Jl^T i / ) - 3. 
jfat°yv>-2-'f-;l'] T^/T^' 'J l/-h4. 6gCD>>"/5^;l. 
;l-s/UATiK10ml^jd!'s,^ge7^7'j>!7Al. 35g-$-]!lDX., 100 

it* : 2 0 7 - 2 1 1 X: 

■HNMRCCDCla) 5; 
1. 34-1. 48 (m. 12H). 1. 82 (d. J=3Hz. 
3H), 4. 40 (q. J=7Hz. 2H). 4. 75 (brs. 
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IH). 7. 23 (t. J=9Hz. IH), 8. 22 (t. J= 
lOHz. IH). 8. 50 (s. IH) 

:mmm e 4 ] 

1- ( e - T • y - 3 . 5 - if y a e ') iJf > - 2 - ^ ) - 6. 

'J > - 3 - ij >^<0'^^ 

J^^yU 1- [6 - (t-7*f-;UTiy) - 3. 5 - 'J y 7f o 
t*yv'>-2-'f;U] - 6. 7--:^7;l':tD-8-yf-;l'-l. 4 
-yt Ko-4-3t-+V + >' 'J>-3-*;l'dC+->U-h2. 5g 
«C1 Zm^^Wtl Om I «-Jn^T. — IftjDDfSlSaEL/ic Slc.j0[*«t 

tff ai L Si* * ai? L , i y - /ui^ i> T i f- ^1/ i - 7^ 

TiSfel^. 1. 7 g (Omi&it^m^i^n^^^i: LXmtZo 
at * : 2 7 4 - 2 7 7 -C 

'HNMR (de-DMSO) 6 ; 



1 . 


8 4 


(s, 3H). 6. 91 <brs. 2H). 8. 


0 


3 


( 


t . 


J = 


9 H 


z. IH). 8. 25 (t. J=9H2. IH) 




8 




9 3 


( s 


, 1 


H ) 












iU 


mm 6 5} 










7 - 


( 3 


-Tl/T-^'f-'yy-l-^JV) -1- (6-T 




/ 




3 . 


5 - 


y 


;w a t° 'J > - 2 - -f ) - Q- yii'itu- 


8 








- 1 


, 4 


- 'J \z Ka-4-;*-4^V + y 'J >-3-*^U;K 


> 








3 


- ^ 


^ li'T I J T Mf- y tSfiSeig? Omg^ 1 




8 




V? T 


if f 


vi'o [5. 4. 0] '>>-r-t>200mg. f'J>'> 


3 


0 


0 


m g 




* 1 


0 0 X: T J*^ U T 4 «f > 1- ( 6 - T i y 




3 




5 - 


=J y )\^-^ 


a t° 'J y > - 2 - -< ;U ) - 6 . 7 - V? 7 /I/ 5^ o 




8 







4-vt KD-4-^ + v + y';>-3-7^-'bH^>Kl 1 Omg 
{ri^Bll?iS. i^'/-/U3ml^»nfBitJli*-!'iJ!ra;tK®L. t/ftBL 
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» : 2 8 0 X: iil ± 

'HNMR (ds-DMSO) 5 ; 



1 




6 0 


( s . 


3 H) . 3 . 


7 7 (m. 2 H) , 3 . 


9 


3 (m. 1 H) 


* 


4 




4 6 


( m , 


, 2 H ) . 6 . 


8 6 ( b r s . 2 H ) 


• 


7 . 7 5 ( d 


• 


J 




1 3 


H z 


. 1 H > . 7 


. 9 5 ( t . J = 9 H 


z 


. 1 H) , 8 




7 


0 


( s 


. 1 


H ) 














cn 


mm 


6 6 ) 










1 




( 6 


- r 


; y - 3 . 5 


- V 7 ;i/ D t° 'J V > 




2 - -( J\^) - 


6 




7 




o — 


8 - y ;U - 


7 - C3-y^;l/T = 




T -tf' ^ V > - 


1 




-r 


) 


- 1 


. 4 - V t K 


o-4-:i-+V + yD 


> 


- 3 - /u 


> 



1- (6-Ti/-3, 5 - if y JU 7t a *) 'J > - 2 - -< Jl^ ) - 
6. 7->>7;U^D-8-yf-^l'-l. 4--:^tKn-4-3f + V 
'J>-3-*>'l"K>Kl 80mg. 3->f-/bTi yr-tf-f-v^ 
> • — ^BftSl 1 Orag•$•ffl^^yil5A^li||^£^J6 5 iHtSirtTS 

it : 2 2 9 IC J[U ± 

'HNMR (ds-DMSO; 5 ; 
1. 63 (s. 3H). 2. 21 (s. 3H). 3. 87 (m. IH). 
4. 02 (m. IH). 4. 43 (m. 2H). 6. 86 (brs. 
2H). 7. 75 (d. J = 14Hz. IH). 7. 97 (t, J 
=10Hz, IH), 8. 71 <s. IH) 

immm e 7 ] 



- T ^ y - 3 , 5 


- 7 ;U ;4- a e U 


> 


-/^ — 1 
- 2 - 


- ^ ; - 1 

-f ;u ) - 6 - 


- K b 




1 . 4 - t K n - 


4 


- ^ 4^ 


V + y a > - 


3-7^ 



:t-: > 1» ® ^ fig 

1- (6-Tiy-3. 5--:;7yi/;i-Dt°'J>'>-2-'r;U) - 



m 
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6, T-v^/UTt-a-S-Z-J^/U-l, 4->'tKo-4-:t4^V 

^ jf > - 3 - ij > m I 80mg^ 3-Tiy-3-jtf-J\^T 

■t^^ •>' > • -mwtm 1 1 0 m g «:fflt^/c liif-iimmm est mmt^ 

LXmn&^^tLXe 0ingOgli2ft-g-ia*?f/c„ 
5 ii : 2 3 5 ^ a _h 

'HNMR (ds-DMSO) 5 ; 

1. 37 <s. 3H). 1. 62 (s. 3H). 3. 87 (m. IH). 

4. 08 (m. 3H), 6. 85 (brs, 2H). 7. 74 (d. 

J=14Hz, IH). 7. 96 (t. J=10Hz. IH). 8. 
10 7 0 ( s , 1 H ) 

immm 6 s ] 

1- (6-T;y-3. 5 - 'J y JU* a e if > - 2 - Jl^ ) - 6. 
8-'yyjl'^a-7 - (S-ji^f-Jl^Tl J 7 -t* ^ -J > - 1 - ^;U) 
-4-:^4.V- 1. 4--:^b Ko^y 'J >-3-^yU^>apg)-^15£ 
15 1- (6-T;y-3. 5-v7^U5|-De'J-:;>-2-'f;U) - 
6. 7. 8-h'J7 7U:irD-4-:*- + y- l. 4--:;'tKD + y''J 

>-3-*;i/.+:>s?6 5mg, 3-y^/uri yT-b-f--:?>-tg®! 

ie45mg. N-yf-/Ut°o>jv>l OOmg-$-200mgcDN. 
N - y ^ ;U A T i K ji y - ;U 3 i t C to ^ 8 5 "C 
20 T' 3 0 ^ramW L tz„ 0. 2mlCDi^/-;U;$-S0x./;^K?tL, 

5 2mgCD^|£{b-&^«rl«fe«&5l^<J:LT?#^« 
it*: 2 6 2- 2 68"C (^W) 
'HNMR (de-DMSO) 5 ; 
25 2. 19 (s, 3H). 3. 52 (m. IH). 4. 01 (m. 2H). 
4. 44 (m, 2H). 6. 75 (brs, 2H). 7. 77 (d. 
J=13Hz, IH). 7. 99 (t. J=9H2. IH). 8. 
7 4 ( s . 1 H ) 

immm e 9 ] 
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1- (6-TI/-3. 5 - -J y il' a if *) > - 2 - >f JU ) - 8 
-:^P^-6-7;U::j-o-7 - (3-b:KP4-->T-trf--:^>-l - 

5 1- (6-Ti/-Z. 5 - if y *U a if if > - 2 - -f ) - 

S-yo-t-e. 7-->'7;l/;*-o-4-:t^V-l. 4-vhKo 
+ y 'J>-3-7(7^UjK>ijei 1 Omg, 3-t Ko + ->T-t?^v> 
lMK^50mg, N-/f-;Ut°o'J>>lOOmg^27Omg0 
N . N - y ^ ;U A T ; K <r Ji / - ;u 3 jiS <!: <t <1 *D ^ . 8 5 

10 °CT2 5^P^JIJ4^t/Co 0. 5mlCDj:.:5'y-;U;$-j!jnx./c^S5t}^L.. 
t/f aj 1^ ^ ZS 5! . i y - /U ^ -I" V o b° ;U i - ;U © JIlC Z5fe o T , 
1 0 lmgCD#f&fb-&i|&«-j^Jiai&5^i:tT?#/z„ 
»*:21 5-220'C 

'HNMR (ds-DMSO) 6 ; 

15 4. 06 (m. 2H). 4. 51 (m. 3H). 5. 75 (brs. 
IH). 6. 76 (brs. 2H>. 7. 79 (d. J = 13H2. 
IH). 7. 99 (t. J=9H2. IH). 8. 75 (s. IH) 

1- (6-T;y-3. 5-v7;l^7|-atiU->>-2--<yU) - 8 
20 -:^aa-6-7;U^o-7 - f3-bKp^>T-tff^->>-l- 
- 4 - if t. y a ^ / *J > - 3 - ij JV > m 

1- (6-Tiy-3. 5 - if y il' 7t a ii >) if > - 2 - ^ ) - 
8-^oo-6, 7->'7;U3l-D-4-^+V-l. 4--:;tKo 

25 ^ ^ ') > - 3 - ij Jl' > Wt 2 . OOg. 3-tKo + ->T-tf-?^->'> 

OOg. N - / ^ jV If a if > 2 . 00g*-3. 5g® 

N . N - y -f- ;U' X. T i K IC i ^ y - ;u 0 . 2 m 1 t <!: <r Jo 
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^iH^Hsm^^ J - )\'^ if ■< V :f a \£ Jl' :r.- 7- /Va>mttm -y X . 

2. 1 0 g ©«left:^«9€-^J|fet&3|5 i L T?§/Co 
: 235-238'C 
'HNMR (ds-DMSO) 6 : 
5 4. 18 (m. 2H), 4. 48 (m, IH), 4. 72 (m. 2H). 

5. 74 (d. J=6Hz. IH). 6. 76 (brs. 2H>, 
7. 86 (d. J=14Hz. IH). 7. 95 (t. J=9Hz. 
IH). 8. 70 (s. IH) 

immm i i ) 

10 1- (6-TS./-3. 5 - V )\^if zi \£ ^) 'J I' - 2 - )\^) - 6. 
8-v7/l/:»-p-7 - (3-bKo4^->T-tff-v>-l--f/l/) - 
4-:^-4^V-l. 4--:^b Ko^y 'J>-3-/7/l/;K>agg>-^B£ 
l- (6-Tiy-3. 5-v7;l/5fof'Jv'>-2-'('^U) - 

6, 7. 8-h'J7/U3fo-4-3r+V-l. + 

IS >-3-:<7/b!K>i*l 25mg. 3-t KD*->T-tff-v?>ieBfig 
BOmg. N-^f-/l't°o'Jv;>120mg-£^280mg<DN, N 
- 'J / "f- )\^ )v T I KJCi^^y-zusj^tttjirSnx.. SS'Ct 
lO^raTitJ^i^L/Zo 0. 8mlOir?y-/b^jD;t/c'^J!C?^L.t/f 

it.^. : 269-272^ 

'HNMR (d,-DMSO) <5: 
4. 06 (m. 2H). 4. 51 <m. 3H). 5. 75 (brs. 
IH). 6. 76 (brs. 2H). 7. 79 (d. J = 13Hz. 
2S IH). 7. 99 (t. J = 9Hz. IH). 8. 75 (s. IH) 
C^ifeW 7 2 ] 

8--/P^-l - [6 - (t-y'f-JVTlJ^ - 5- 7 yu 
^oe'jv>-2-^;l^] - 6. 7--:>7yU:=t-o-4-:t4^V-l. 
4-yb Ka^y 'J >-3-:^>>U.-i-C4=->U - hg>-^fiic 
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0. 65g03-yD*-2. 4, 5 - ]- y 7t a ^ > '/ jl> 
i^BftjL^;i/iX7^;i/*^t»1*^»cj:,Tf1^fi!tL^ 3 - i h ^ > - 2 - 
(3-7'D*-2, 4. 5 - b ') y fl^ yt- o O •/ ^ }\^ ) T if *) JUWt 
a:f•;^J:.x•7^/^^^*^Lfc^'OD;^;^A^j^lm 1 2-Ti y 

5 -6-(t-r-?-;PTiy)-5-7/b::*-Df'j-:^>o. 3g-$-tn 

0. 4 s <om7i(-^^ti L. t 2 m I ON , N - y / )l )V 
ATi K^Sn;tT90'CT25^!Jtr4^L/CofiC?^L. 25miCD^ 
□ o=^-^/^At4 0 Om 1 ©|gS7K*Ja;tTi?-jK. oi>Ti'nD+. ;U 
10 AJi^g:, 4 0 Om ! ©^SzKTgfe^L/cg^. »7Keiiee-7r*>';7A 

i-7^;U©«UrijfeoT. 0. 5 3g®«Riefl:^«te)*-gJiSffet&5|ctL 

15 «! * : 1 9 2 - 1 9 5 

'HNMR (CDC la) 5 : 
1. 37 (s. 9H). 1. 40 (t. J=7Hz. 3H). 4. 
40 (q. J=7Hz. 2H), 4. 83 (brs. IH). 6. 
50 (dd. J=3Hz, 8Hz. IH). 7. 24 (dd. J = 
20 8Hz. lOHz. IH). 8. 35 (t. J=9Hz. IH). 
8 . 6 5 ( s . 1 H ) 
C H Jffi «»J 7 3 ] 

1- (6-Ti /-5-y)U:tciii')i>>-2-^JV) - 8 - y a 
^-6. 7-ifyflzta-4-:f^'y-l. 4->'bKa^y'J> 
25 - 3 - ;i/ > B? g> b£ 

i^/U 8-7'Dt--l - [6 - (t-r^JVTly) - 5- 7 
7U:*-of>J>'>-2-'r7l'] - 6. 7--y7;U;«-D-4-5r+V- 
1, 4 - if tL Kn + y 'J>-3-:^;U.-K+>u - h480nig^-4ml 
© 4 «^igle <!: Kg?® ?S?8[ (1:1) So x. T , 2 1^ fll f$ Jo fSft 3^ 
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1*,^?: 245-2 six: (55-#|) 
5 'HNMR (ds-DMSO) 5: 

6. 84-6. 92 (m. 3H). 7. 64 (dd, J=8Hz. 
llHz. IH). 8. 40 <t. J=9H2. IH). 8. 79 
( s . 1 H ) 

immmi 4 ] 

10 7 - (3-T-yT4f-f-y>-l-^yl/) -1- (6-T$y-5 
-7;l/:^oe'J-:^>-2--Y.>U) - 8- ro^-6-7/t/:tP-4 
- :t ^ V - 1. 4 -vb KP4^y 'J > - 3 - ij fl' ^> > WKD ^fSi 

1- (6-Tiy-5-7/b:^-De';i?>-2-'f-»l') - B- r 
ot-6. 7--:?7yU3i-o-4-:^ + V- l. 4->'tKa4^>'>J 

15 >-3-*7l';iC>M80mg. 3 - T i y T -if f- v > - ^gBfJtg 5 5 m g , 
N-yf-/l/eDU vJ>l 50mg«-250mgON. N-v/^yU 
*;UAt; KJl*n;i, 1 0^3■W9 0'€T^K^^L/-o 0. 3ml (Di 

9 ^ - )^ ^ 1B ^ tz . fffai^^j«5Z,i^'y-/u, v-rvT" 

D t°;UJi-7^yKDJIEjrz5feo-C, 6 8 mg©^ie<b-&'B3-£-flftfet»5|5i 
20 U T '(# /c o 

S!ll*:24 5- 2 50X:(53-j|¥) 

'HNMR (d«-DMSO) 5 ; 
3. 72 (m. IH). 4. 02 (m. 2H). 4. 67 (m. 2H). 
6. 73 (dd. J=2Hz. 8Hz. IH). 6. 82 (brs. 
25 2H), 7. 59 (dd. J=8Hz, lOHz. IH). 7. 87 
(d. J=14Hz, IH). 8. 69 (s. IH) 

inmmi 5 ] 

1- (6-T;/-5-7/l/>t-oh°iJv>-2--f;U) - 8-ro 
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- 4 - * ^ 'J - 1. KD^y 'J>-3-/7;t/^:>a?CD-fi']S£ 

1- (6-Ti/-5-7;U*at'*Uv^>-2--f;l/) - S- T" 
ot-6. 7--:;-7;U3rD-4-;i- + V- l. 4-v?tKD4-y'J 

s IgSOmg^ N-y^yUfo'Jx>200mg*-250ing<DN. 
N - y f- ;W A T = K C SD ;t , 1 0 ^3- 8 5 ^ T-m L o 0 . 

V -r •/ r a t" 7b i - -r -(W ® US i5fe r , 6 6 m g CD |£ ft i^/ * » 

10 St.^. : 210-218*C (^ft¥) 

'HNMR (ds-DMSO) 5 ; 
2. 22 (s. 3H). 3. 48 (m. IH). 4. 12 (m. 2H). 
4. 61 (m. 2H). 6. 74 (d. J=10Hz. 2H). 6. 
81 (brs. 2H). 7. 59 (t. J=10Hz. IH). 7. 
15 87 (d. J = 14Hz. IH). 8. 68 (s, IH) 
C#^W 4 7 ] 

2-T;y-5-^OP-3. 6--:;'7;U>fob''jv>(D-g-fi)c 

2 - T I / -4-rD-t-5-i^OD-3. Q - 'J 7 )i' it a \£ 
•>'>2. 7gi:h'Ji-f--»t/Ti>l. ISg-S^O. 145gcD10 
20 %'^*-7v'>:7A0t^<i:<i:fe.<r2 5ml<Dy:J'y-yHciD;tx ^iSTl. 

/-o ^S<C5 Om 1 0^pziu^^iVL.^1s\?i.^ 3 Om 1 CD^®7K-C?5fe 
25 + CI : 2) (r:9-fttTatBJL> 1. 62gOSI£fk 

im^m 4 8 ] 

2-T;y-5-^Po-3-7;U^a-6 - (p-y h4^>-N:> 

V ;u T ; y ) tj* 'J > > g) ffi 
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2 - T i y-S-J'OD-S. 6 - -J y H it a i£ *) if > 5 1 Omg 
^9 1 OmgCDp- / ^ •> -J il^ T i > t t h 2 m I <D N - 
/ ^JUt'a ^) h' >lzUa^. 1 5 0 'C-C-g^Jt^ L /Co WLi^Lfzm. 
60nilCD'<>-tf><tn-'^'=¥--9->©zl?ef(l : 1, v/v) ^jfjo 
5 A.. 4 0 Om 1 OiK@7KT2lHl25fe^L/-o W^S^IRTKBSffif^r^^ 
v-^Ar^ig^zgcETtrajgL/Co *§feOji*lt!^<!: LT 9 6 Omg 

'HNMR (CDC 1,) 6 ; 
3. 80 (s. 3H). 4. 35(brs. 2H). 4. 50 (m. 
10 2H). 4. 86 (brs. IH). 6. 87 (d. J=8Hz. 
2H). 7. 15 (d. J=10Hz. IH). 7. 27 (d. J 
= 8 H z . 2 H ) 

immm 7 e 1 

8-^00-1- r5-j>oo-3-7/U:;<-p-6 - (p 

15 - y h 4^ •> ^ > ;i/ T ; y ) e 'j > - 2 - y i - 6 . 7 - -j y 

0. 56gcD3-^70D-2. 4. S-^'j^^L/^o^vv-f^U 

(3-^'no-2, 4. 5-hU7;U/fDA:>V'r;l') T^'U^UgE 
j.5^;l/ix-ryU^^*>Lfc^' DU*yUA^}&2m I 2-T i y 

-5-i'oo-3-7;i';fo-6 - (p-y h + ->'<>-:^;UTiy) 

f'j-:;>0. 6 6 g ^Im^Lfz^ w©^?B[«-«£ETl-S*ilL/:„ 
JI. 0. 5 g (DMA^^WtiJ 2. t 1 . 5mlON. N - y / "f- Jl' 

;J-oU/. T i b'^Ua^X 9 0 "C T 2 0 ^mmW L tzo WCi^ L . 3 0ml 
cDi' no^hyUAt 3 0 Om 1 OSaTK^Jto^tT^jfts oi^T^' no 
'h/l'A®*, 3 0 Om 1 ©^®7KTz5fe^L/:^. |»7KBii»vi!^*-> 
•t'ATlgfia^^mTcSJSL. 4 m 1 ©i^' y -^u*SDx.TtScSL 
/- o flf as ^ zil Si L. ^ i / - ;u ^ ^' V y o e ;u i - ypco HE «r 



20 



25 
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lill,^. : 1 6 8 - 1 7 1 *C 

'HNMR (CDC Is) <5 : 
1. 40 (t. J=7Hz. 3H). 3. 80 (s. 3H). 4. 
5 40 (d. J=7Hz, 2H). 4. 42 (q, J=7Hz. 2H). 
5. 46 (brs. IH). 6. 83 (d. J=9Hz, 2H), 
7. 18 (d. J=9Hz. 2H). 7. 53 (d. J=8Hz. 
IH). 8. 29 (t. J=9Hz. IH). 8. 48 (s, IH) 

I mm mi 7 ] 

10 :c ^ )\. 1- (6-T;y-5-^oo-3-7;l/>t-De'Jy>- 
2-^yU) - 8- ^oo-6. 7->'7;l/^o-4-::t-4-V-l. 
4-vb Ko^y 'J>-3-:^y^/;^•4•^t/— hCD^fig 

8-^DD-l - [5-^'nD-3-7/l/3l-o-6 - (p 

-yh + v'^^y/UTjy) f'j-:?>-2-'f-rH - 6. 7--:>7 

15 /l':tD-4-5t- + V- l. 4->>tKo + >'U>-3-*/U^:+> 
U - h 5 3 Omgjr h 'J y :t a mWt 2 m 1 ^^UOX., ^iaT3 055- 

20 tzit'^'^'^mn&n^ t Lxmt^o 

M.^. : 1 8 6 - 1 8 9 °C 

'HNMR(CDCl3)<5: 
1- 40 (t. J=7Hz. 3H). 4. 40 (q. J=7Hz. 
2H). 5. 02 (brs. 2H). 7. 57 (d. J=8Hz. 
25 2H). 8. 30 (t. J=9Hz. IH). 8. 48 (s, IH) 

immmi a: 

1 - ( 6 - T I y-5-j^oo-3-7;l^?!-ptf'J>'>-2--<;U) 
-8-^no-6. 7->'7;l/:»a-4-^^V-l. 4-vtiK 
p ^ y U > - 3 - 7» ;l/ > a? CD ^ 
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- 2 - ^ )U) - 8- ?DO-6. 7-v7;l/:l-o-4-:4- + V- l, 
4-vt Ka+-y 'J>-3-*;U!K+->l/-h4 30mg^2m 1 
G) 4 rnmi^m tS^Wi0>mm (l : l) CjD;tT, 6 1^ m tiD l»i ^ 

■T Jl' CDmi^^ ^ X 3 7 5mg®^iefb^^«-gSfet&3^i tT?#fco 
Si,^. : 2 8 0 J1U± 

'HNMR (ds-DMSO) 6 : 
6. 86 (brs. 2H). 8. 15 (d. J=9Hz. IH). 
10 8. 38(t.J=9Hz.lH).8.95(s.lH) 

:mmm 793 

7 - (3-7;yT-tf^-:>>-i->r.>u) -1- ce-r^y-s 

-»oa-3-7^l/:t-Dtfi;-:^>-2-'f.>U) - 8- ^PO-6- 
:7jl/^o-4-:r^V- 1. KD4^y 'J >-3-:^>>b»'> 

1- (6-Tiy-5-:?DO-3-7^U:rDt°'Jv>-2-'f 
/U) - 8- ^'DD-6. 7-v7yU7t-D-4-::r+V-l. 4-v 
tKo4^/iJ>-3-5^;U;K>^90mg, 3-r;/T-trf-v> 

— igKig70mg. N-/'-^;Ut°o'j v>l 60mg^280mg 
20 CD N . N - V y yl/ /W A T i K <r Ad ;t s 2 0 59- FbI 8 5 X T JSt f|J L 

/Co 0. 3mlOi^'y-yl.*SnK./c^SCi^L.tifiii!fe-€:i*llxJ:. 

Sfc*: 240-245^; 
25 'HNMR (ds-DMSO) 5; 

3. 71 (m. 1 H) . 4. 06 (m, 2H). 4. 66 (m. 2H). 
6. 79 (brs. 2H). 7. 85 (d. J = 14H2. IH). 
8. 08 (d. J=9Hz. IH). 8. 70 (s. IH) 
C # % fl?"J 4 9 ] 
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J-i 3 . 5 - h >) y :i- a - 6 - V zf n \i Jl^ T i / }^ ') y > p 

2. 3, 5. 6--7^h-77/U*Df';>'>6. Ogt'fVT'ot' 
/WTi>6. 0g*-20mlOT-trhJ::hiJyHr]!ni;t. ^i^T' 2 m 

<!: L T 1 . 9 g CD Hid -g- !B3 „ 
C # # fl«J 5 0 ] 

10 -3-. 5-v7y U^a-2--< /7°ne';l/T;y-6 - (p-y 

> ^ ✓ V ;U T - y ) bf U > CD -A- Bi^ 

±ie©2. 3, 5-h'j7/U3t-D-6--f'y:fae^uriye'j 
i^XD^fi^, 3. lg©p-yh^v"<>-y^UT^>i:tfc(;4. 
1 gON-y-f-^t-fn'J K>JC]ta;tx 1 5 0t:Tl 5^Pa«f42Lfco 
15 ttJ^UfegJ^ 50mlCD'<>-t?>tn-'s + -9->OrSJS CI : 1, 
v/v) ^liD;i. 4 0 0niI®|KS3!KT2iIi5fe^Ufco W«IJB«-«f 

X3. 9 g ©&S!!©eiKfk^«tei*?#/c„ 
C#^fi»J 5 1 ] 

20 2-t; J - z . 5-v7>>i/:to-6--fv7°Db°/ur; y^'j-:; 

3. 5-v>7;U:to-2-^V7°ot°;UTi/-6 - (p-^h 
+ V > ;u T J y ) t° 'J > 1 . 9 g (- h «J 7 ;U 5f D ft Sf 4 m 1 
-S-SD^ . SfiT 1 5 ^PH&g L /Co ififfiTlC»lii t . ^Sl- 2 5 m 1 

25 Oi'Dod-wUA^-Jax., 25ml©596jg^ffie:hhU':7A7K^jKTi5fe 

jfi^SL. 'B.Wi^ iJ 'y 1^ y u Y y =7 -7 ^ - ( > *) ij f Jl^ ^ 4 0g, 
i^tam : i'DDd-oUA) cftL. ^^OifbVtmtLXO. 6 g (Dm 
le <b ^ «5 o 
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immms 0 ) 

:it-a-6--<vrob°/l/T; /b°'J v>-2--r;U) - 4- :t4^V 
-1. Ko4^y ';>-3-7^;U;f:4->U-hg>-g-fi£ 

5 0. 70g©3->nD-2. 4, 5-h'J7>»U:*-DA:>/^';u 

(3-^'aD-2. 4. 5-hU7^U5rD'<>v''r/U)T5'U/U®E 
x^;l/iX-r;UJ£-^*>L/c^DD;^/UZ>^?K2. 5m iC, ±16® 

10 > 6 0 Om g«-j!lOx.y;:o C 0^«[*«ffT<caiig L /c„ Ztitz. 6 0 0 m g 
O fil 7iC iSt ffif * 'J A i 2 m 1 CD N , N - i; y -f- ;U ;t: /I/ A T i K * Jd 
x.T90'C-r2 O^ffltt^b/io 3 Om 1 ©^oo*;UAi 

4 0 0ml ©S5?®7K«-Jra;t T^jK^ oi^Ti'no^f. 4 0 0ml 

o>m^A(.-cmi^ Lfim. m^if^mwi^ ^ 2.-c^mmms.r tzm 

/KD|liUc?5feor. 6 2 0mg O «S £ <k -g- iftl jl fe 5|C i U T 'ff „ 
llt*:206-209^ 

'HNMR (CDC la) <5 : 
1. 20 (d. J = 7Hz. 3H). 1. 24 (d. J=7Hz, 
20 3H). 1. 40 (t. J=7H2. 3H), 4. 11 (m. IH). 
4. 40 (q, J=7Hz. 2H). 4. 60 (brs, IH). 
7. 22 (dd. J=8Hz. 9Hz. IH). 8. 32<dd. 
J=8Hz. lOHz. IH). 8. 49 (s. IH) 

immms i ] 

25 8-j^oo-6. 7-y7;U;to-l-(3. 5-v7/l/:tP-6 
->fV-7°pe';UTSyt?'Jv'>-2->f;P> - 4- ^^4=■V-l. 4 

-v?fc Ko4^y 'J >-3-:!»;i/;i-:>«?g)^fi£ 

if-;u 8-i'Do-6. 7-y7;b:ro-l - (3. 5-v7 
;l/;ra-6--<V:^otfil'TS/t'''Jv>-2--f/U) - 4 - :t ^ 
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V-1. 4-vt Ko^^y U >-3-7^f/U:K4->U-h300mg 
•S-3ml©4jS^tgBjf<i:ftSEOjajB[ (1 : 1. v/v) JrilD^T. 

5 t L XWfZo 

226-230'C 
'HNMR (d«-DMSO) <5 ; 
1. 10 (d. J = 7Hz. 3H). 1. 16 (d, J=7Hz, 
3H). 3. 94 (m. IH). 7. 02 (brd. J=8Hz. 
10 2H). 7. 97 (t. J=9Hz. IH). 8. 39 (t, J = 
9Hz, IH). 8. 92 (s. IH) 

immms 23 

7 - (3-T-^T-^'f-if>-l-^fU) - 8- ^DD-6-7;l- 
:^o-l - (3. 5-v>7yl/:to-6-^V7'ptf;l/7;yt:°'Jv 
15 >-2-^;U) - 4- :«-4-V-l. 4--:?t:Kn^y'J>-3-7!7 
> i» CD ^ Bg 

S-i'OD-e. 7-v7/L':4-o-l - (3. S-v^^/UtTd- 
6-'rv:/De;i'Ti yeu>'>-2-'f;U) - 4- :t + v- i. 
4--:?t Kn4^y y >-3 - /7yU;i-:>Sf5 5mg. 3-Ti yr-tr 
20 ~ i^Kig 35mg. N->^yl'h''D'J-::;>i2Qmg-$-160mg 

©N. N-vy^;U+. /WATi KllJax.. 3 0^H8 0'CT?««^L 

^' y - /b , ^' V ^ □ t' ;U i - 7^ ;U £D IE i5fe o T , 5 1 m g O ie 
it ^'^'S:m^f^mt L T ?f o 
25 afe.^. :220-223'C 

'HNMR (de-DMSO) 6 : 
1- 13 (d. J = 7Hz. 3H). 1. 16 (d. J=7Hz. 
3H). 3. 70 (m. IH). 3. 96 (m. 2H). 4. 06 
(m, IH). 4. 65 (m. 2H). 6. 92 (brd. J=7Hz, 
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5. 6g©2. 3, 4. 5, 6-'^>^7;b3r-D'N:>'/-f;bftK 

;fwl'A^?g[20mM::, 2-Tiy-3, 5-v'7 7l';l-D-6 - (p 

ETiiaifiSLfco SIS<r4. 3gOM*^il*'J';7Ail 5mlO 
15 N . N - > -J^ >l/ * A T i K ^ Jn ;t T 9 0 X T 1 5 ^IHlt fi2 U /c o 
&?^L. 1 0 Om 1 <0 9 u o I. t 1 1 ®gg@7K^Snx.T^/K, 

i? ^ r 4^ A -cl£«gS^ j«mT«r jgti L o Vr iH ^ ^ ^ y - tz 

^ » L T it 3? U . i 5^ / - , •> W V ^ D t° ;u Ji - 7^ ;u CD Hi {C i5fe r, 
20 T. 6. 1 5 e (Dm?E.it^^^m&f»J^t LX^f^o 

It.^. : 203-2081C 

•HNMR (CDC Is) 6 ; 

1. 40 (t, J=7Hz. 3H), 3. 80 (s, 3H). 4. 

40 (d. J=7Hz. 2H). 4. 42 (q. J=7Hz. 2H). 
25 5. 46 (brs. IH). 6. 83 (d. J=9Hz. 2H), 

7. 18 <d. J=9Hz. 2H), 7. 53 (d. J=8Hz, 

IH). 8. 29 (t. J=9Hz. IH). 8. 48 (s. IH) 

immms 4 ] 
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^1/) - 5. 6 . 7. 8--7-^^ytl^:!ta-4-7t^V-l, 4 - -J 

i f- /U 1 - [ 3 . 5 - v' 7 o - 6 - ( p - y h ^ •> < > V 

f\'T i / ) tf>J->'>-2-^';U] - 5. 6. 7. 8--rh77/U;l- 
5 o-4-:1- + y- l. 4-i;bKD + y«J>-3-:^;'U*"+>U- 
hl 080mgjrh'J7;U:fDgfeK4tnl^j!lDx.. ^zST30^Fb1 

^-/UTj5feoT, 9 6 0 m g ff3miS.it ^^'^K^^m t LXWt~c 
10 St * : 2 2 3 - 2 3 0 1C 

•HNMR (CDC la) 6 : 
1. 39 (t. J=7Hz. 3H). 4. 38 (d. J=7Hz. 
2H). 4. 83 (brs. 2H), 6. 83 (d. J=9Hz. 
2H). 7. 35 (t. J=9Hz. IH). 8. 32 <s. IH) 

1- (6-T- y-3. 5-y7;U;<-oeU-:;>>-2->f/U)-5. 
6. 7. 8- -T-h^7^l/:;<-p-4-;t-4^V-l. 4-vfcHo4^/ 
'J > - 3 - Jl^ Tj-: > «i<0 ^ & 

IV 1- f6-Tiy-3. 5--:;7;u^Dt°'j>'>-2- 

20 -f/U) - 5, 6. 7. 8--rh-77yU:tD-4-:t+V-l. 4- 
vt Ku + y 'J>-3-*;U+:+->U-h3 20mg-&2mlcD4 

^^igKigtKtDSfK (1 : 1) . z mmmw1mfl^mns.\. 

25 Itt * : 2 3 6 - 2 4 2 "C 

'HNMR (d6-DMS0) <5 : 
6. 82 (brs. 2H), 8. 03 (t. J=9Hz. IH). 
8 . 9 2 ( s . 1 H ) 
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7 - (3-T;yT-trf-v>-i->f7b) - i- ( e - t i y - 3 . 

5-y7;U7fob°'Jv>-2-^;U)-5. 6. 8 - h ^) y Jl^ :t a 
-4 - :t ^ 'J - 1. 4 - if t Ko4^y 'J >-3-7!7yUd-:>a?g)-^Bg 
1- (6-Tiy-3. 5->'7;U;i-oeVv^>-2 - 'f ;U ) - 
5 5, 6. 7. 8--rh77;U:t-o-4-:l-+V-l. 4-vtKD 
+ / U>-3-:')JU*">®fl OOmg. 3-TiyT-trf-v>-^ 

70mg. N-/f^;Ut°D'Jv>l SOmg-S-SOOmgffiN, 
N - / ^ /l. /U A T i K IC So X . 3 0 Pb^ 9 0 r T ^31 J$ L „ 0 . 
3m 1 Oi^ y -/I'-SrttJx./cg&iS^L. W Jil ifel it ISl . jc ^ y - /u , 

at.^. : 2 6 4 - 2 7 1 ■€ ( 

'HNMR (d«-DMSO) 5; 
3. 77 (m. IH), 3. 96 (m. 2H). 4. 46 (m. 2H). 
15 6. 75 (brs. 2H). 7. 97 (t. J=9Hz. IH). 

8 . 6 6 ( s . 1 H ) 

:mmm 8 7 d 

■xf-^U 5-^>v/I/T;/-1- [3. 5-v:7;l//rn-6 - (p 
- y h ^ •> ^ > V /U T ; / ) bf 'J > - 2 - /U 1 -6.7. 8 - 
20 h'J:7;l/^o-4-;r^v-l. 4--:^t: Ka4-yU>-3-^7U 

1- [3. 5-v;7/U;t-D-6 - (p-yh^^v<>-:^ 
jVT I jf ) fcf'Jy>-2--<^U] - 5. 6. 7. 8--rh-77-'U;<- 
n-4-:t4-V-l. 4-i;h Ko + y 'J >-3-/7/U.-K+i^U- 
25 hi. 58g^0. 68gCDAL>-y;U7':>tit{r8ml(Ohyl/ 
^> tZiiD^. 1 1 0'CT2 0^IBI!3|}$Lfco L 1 5m 1 O h/U 

i>(i: 1 5m 1 <Dn-'s + -9->^3!ni^^ 3 0 Om 1 ®IKa7KT2|5] 
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j^?/-;u-ci5feoT. 1. 2 0 g <an^<t^m^n&tiiMt Lx 

j» * : 1 4 6 - 1 4 8 t 

'HNMR (CDC la) <5 : 
1. 37 (t. J=7Hz. 3H). 3. 79 (s. 3H). 4. 
37 (q. J=7Hz. 2H). 4. 47 (brs. IH). 4. 
68 (m. 2H). 5. 01 (brs. IH), 6. 84 (d, J 
= 9Hz. 2H). 7. 16-7. 40 (m. lOH), 8. 22 
( s . 1 H ) 

immm 8 s j 

J-^>>U i-(6 -r;y-3. 5-v7.>U:^Dt:°ij-:>>-2->f 
J\y) - 5 - -<>v>;UT;y-6. 7. 8-h>)-7fU7ta-4-yf^ 
v-1. KD^y 'J>-3-^yu;i-:^->u-hg>-^B£ 

S-'^V-^/l/Tiy-l - [3. 5--:^y/uyta-s- 
i P - / h ^ i' ^ > if lUT I y ) tr'Jy>-2-'fyl'] - 6. 7. 
8 - hij7 7l/^o-4-3t-4-V-l. 4-i>t Ko + y •J>-3- 
/7;b!h"+>U - h6 OOmgC h 'J7/l/5rDftK2m 1 «-SD;t. M 

aT2 o^ra&eufco mmT itm$s l . mmiz 3 m 1 y- 
iUa ^ X n u m 1^ L fz . flfaj«5^i^ y-/n-59'titLT 

aajU. x^r/-;|,Tj5feoT:> 5 3 0mgOMie<l:^!K»'^llfe*»5|^ 
<t L T f# /c o 

176-180X 
'HNMR (CDCI3) <5: 

1- 36 (t. J=7Hz. 3H). 4. 36 (q. J=7Hz. 

2H). 4. 47 (brs, IH). 4. 68 (d. J=4Hz. 

2H). 4. 74 (brs. IH). 6. 84 (d. J=9Hz. 

2H). 7. 24-7. 40 (m. 6H), 8. 21 (s. IH) 

immm 8 9 ) 
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> - 2 - >f JU ) - 6 . 7. 8-h'J:7;U;fo-4-:!r^V-l. 
4 - if t. Ko^y'J>-3-/7yl/;K^->U-hg>-^fi£ 

31.^ l-(6-Tiy-3. 5-v?7yl'3t-nt*yv>-2- 

4- V-l. Ko + y 'J>-3-7:7;U--H+i^U-h2 60mg 
*5 OmgOl 0%'°7v':7A^^tit>»c5m 1 CDBfeffi?<-tDX.. 

S*L/Co ^Sir 1 Om 1 ©Ji^y-yU-S-jtax-T^SETtcaifil-rS 

y - ;b , i? -f V :^ D t" /I/ i - 7^ ^U© IIB IC j5fe o T . l 6 0 m g © ei 

at * : 225-230'C 

'HNMR (CDC 1,) 5 ; 
1. 38 (t. J=7Hz, 3H). 4. 38 (q. J=7Hz. 
2H). 4. 73 (brs. 2H). 4. 68 (d. J=4Hz. 
2H). 6. 8 (brs. 2H). 6. 84 (d. J=9Hz. 2H). 
7. 32 (t. J=9Hz. IH), 8. 25 (s. IH) 

immm9 o ] 

5- T;y-l - (6-T;y-3. 5-v7;l/;fafc°iJ->'>-2 
--f/U) - 6. 7, 8-hU7;U;j-D-4-:^^V-l. 4-yb 

'Jv^>-2--1'^U) - 6. 7. 8-h';:7;l,jJ-D-4-^ + V- l. 
4-i;t Kn + y 'J>-3-^-»l"K4->U-h 1 4 5mg«-l. 5ml 
0> 4 m^i&Wt tS^Wt(D&m (1 : 1) <riD;tT. 1 7 ^NltiWIjam 
^mttio WC^ tiftlJ«^*at?XLH J^^'y-zUTiSfeoTl 2 9mg 

'HNMR (ds-DMSO) 6 : 
6. 78 (brs. 2H). 7. 75 (brs. IH). 7. 99 



5 
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(t. J=9H2. IH). 8. 77 (s. IH) 

:mmm 9 1 ] 

5-T;y-7 -(3-7';yr-e^-y>-i->fjU) - i- ( a 
- T I y - 3 . 5 - if y u if >) > - 2 - f\^) - 6. 8 - v 

S-T^y-l - (6-T;y-3. 5-v7;l'::t-Ot'''Jv>- 
2-'r/U) - 6. 7, 8-h'J7yt/7r-o-4-:*-+V-l. 4-v 

10 — ^K^40mg, N-^f-;Ut''n'Jx>l50mg'S-210mg 
ON, N - V ^ ;l/ /U A T ; KJrjDX., 1 I^H 9 0 "CTtft*^ L fco 
MEET»caH|L/Co Slffil::, 2m 1 <D if ^ /T'obf^l/i-T^yU^S-jD 

;tTatj$L/iS&. ij > 7- - > a > r i> mi^ ^ 2 muk m L tz o « 

ffi«r2mlOJ.^y-;Ut4 0mg©N-y-f-;l/t°o'J-:>>^Jnx. 

15 T— BftSJCiffL^ Vfai^^MJR> X. 9 / - )\^ ^ 'J 'i 'J -f u ^ )\, s.- ^ 

-'KOJRlCiSfeoT, 2 6ing © «R IE it «i) g!S Ht t& 3^ t L T „ 
lilll.^. :20 5- 21 0'C(^») 

•HNMR (d,-DMSO) 5 : 
3. 72 (m. IH). 3. 88 (m. 2H). 4. 37 (m. 2H). 

20 6. 71 (brs. 2H). 7. 23 (brs. 2H). 7. 94 

(t. J = 9Hz. IH). 8. 50 (s. IH). 
C H «fi fifij 9 2 ) 

- 2 - - 8- »pp-6. 7-y7;t/^o-5--hD- 

25 4-:»^ v- 1. H - 'J t. Kn^y 'J >-3-7>7^U.-^'4^>u-h© 
±^ 

3. 25g<Z)3-i^Do-2. 4. 5-hU7;l/5j-o-6-— h 

•"^^-Z - (3-i?nD-2. 4. 5-h'j7/U:4-n-6--h 
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D > '/ 'T ) T y yl' St i -f- /U JL ^ /I/ ^ t o D :J-WU A 

SjRlOmlJr. 2-Ti/-3. 5-i>7;l/:*-o-6-t-7'^ 

/Co-nc 2. 7gCDft7KpeK5f7'J't7A<»:lOml®N. N--::? 
y 1^yl/jh;UAT £ K^inx.T 9 0"C-C 5 ^P^atJ^ Lfco SJC?#Ls 1 0 0 m I 
©^^na;t-wUA<i:5 0 Om 1 ©2%^'Ji>K7K;^^^jQ^T^)ie[, 
o(,^T^'^o:l-s/^Alt*^ 5 0 Om 1 C02%^'aL>®f7Ki^?iST2I5] 

7^ yU©lliCgfe o T 3 . 1 3 g ® fSldft-g-ia^-^irfet&JS t L Tiffeo 
at * : 2 1 5 - 2 1 7 ■€ 

'HNMR(CDCls)5: 
1. 37 (t. J=7H2. 3H). 1. 39 (s. 9H). 4. 
39 (q. J=7Hz. 2H). 4. 77(brs. IH). 7. 
24 (t. J=8Hz. IH). 8. 35 (t. J=9Hz. IH). 
8 . 5 2 ( s . 1 H ) 
C H ffi ffij 9 3 ] 

5-T-y-l - (6-T;y-3. 5-v7;l/^oe'jv>-2 
-^;U) - 8- ^aa-6. 7-v7/l/7fD-4-:r^V-l. 4 
-v=b Ko4^y 'J >-3-:^>>l/;f:>a?(D-^fie 

•^>-2--fyU) - 8- i^DD-6. 7-v?7;U:to-5-J:.hD 
-4-:r+V-l. 4->ft KD+y>j>-3-:^yU;K+->b-h 
960mg*.Sfet&l. Og<t<i:t>C10inlcD^K<r]!ni;t> 8 0 
-9 0X:-C5I^F^4 0^«}$Ufco -t^f K^-iiLT^^I^^at* 

*«ffiTJr»tg L/r„ nft\^. 6 m 1 ® 4 J^^igfil i B^KO ( 1 : 
1) ^*0;tT. 2 l^iafl!tf^SD«i]SgK L iJt/^ L . «f Hi 1^ ^ L . 
i ^ / - ;U . -< V n b* /l/ i - 7^ CD IIH C j5t o T 6 2 5 m g CD ^ 



m 
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St * : 2 8 0 "C J[ii ± 

'HNMR (d.-DMSO) 5 ; 
6. 77(brs. 2H). 7. 94 (t. J=9Hz. IH). 
5 8. 20(brs. 2H). 8. 70 (s, IH) 

immm 9 4 : 

5-71/-7 - (3-7;yT-iff-v>-l-^;U) -1- (6 
- 7 I y - 3 . 5-v>7>>U7fPb°Uv>-2--r;U) - 8- ^oo 
-6-yj\^:fa -4-n-df-v- 1. 4--:^ti Kn4^yU >-3-:^ 
10 /U > B? CD -g- fig 

5-T;y-l - (6-Ti>/-3. 5->'7>»l/Jt-Df«Jv>- 
2-'fyU) - 8- 5'OD-6, 7-v?7yU3fo-4-5f + v- l, 
4--:;tKo + /'J>-3-*;U5f:>ttl 85 mg, 3-TiyT 

f- > —i^WrnSi 1 lOmg^ N-/^;l/t°o»J-:^>2 00mg*- 

15 550mg®ey>'>»riiD;t, 30^-^1 oox: x-mw L fz o mm 

T i^igk«S L tZo 2 m \ ^ y - tV^ta?LxmWL . Vt Hi ^ 'S: MJSL . 

J^^'y-iU. i^-rVT^ofyl/i-T^/KomiriSfeoT, 4 8mgffl^ 

'HNMR (d*-DMSO) S ; 
20 3. 83 (m, IH), 4. 14 (m. 2H). 4. 61 (m. 2H). 
6. 71 (brs. 2H). 7. 52 (brs, 2H). 7. 89 
(t, J=9Hz. IH). 8. 51 (s. IH) 

immm 9 5 d 

J^^/l/ 6. 7 -v'7op-l - (3. 5-v70D-6-D-y 

25 K^>^ >v?;u7; yfcruy>-2-^/i/) - 8- yf-^u-5- — 
ho-1. 4 - - J h Ka-4-^4=-v^y'j>-3-/7;l/^-:^vU- 

3. 4. 6-h'j7/l/:it-o-5-yf-/U-2-^hD'< 
>'/'f^l/T-t7^-h5. OgirftfTKftSlll. 5g,^;l.h#»h 
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Kait?«-«cEa*L. Mlw H/Ui> 3 Om 1 *ilOx.T*aSL 
fc„^atJrjc:?y-;blOml€-Jn;tx 2-Tiy-3. 5-v?7 

n i^Ki^/l' : 'N + l^-^ 1 : 1 0 (Dmtiii\i 0 j^^^ 7 . 1 g 
If o w CD rfi t^ife 7 . 0 g (C N . N - y ^ ;U A T ; K 1 0 m 1 
tmm^ 0 2. 2 . 0 g illU^. 7 0^T30^fa«^L/CoSl& 





1 


. 5 g 0«|ff£fk-&1»^gSirfe*»5tC i t T?f /Co 




Mj^. : 2 2 


5 


- 2 2 7 *C 




' H N M R 


( C D C 1 3 ) 5 : 




1 . 3 7 ( 


t 


. J=7Hz. 3H), 1. 68 (d. J=3Hz 




3 H) . 3 . 




81 (s. 3H). 4. 39 (q. J=7Hz. 2H) 


• 


4 . 4 5 < 


s 


. 2H). 5. 29(brs. IH). 6. 83 (d 




J = 8 H z , 




2H), 7. 17 (d. J=8Hz. 2H). 7. 3 


1 


( t . J = 


9 


Hz. IH). 8. 45 (s. IH) 




mm 


m 


9 6 ] 




)V 5 




T;y-6, 7-v7no-l-(3, 5-v7o 


n 


- 6 - p - 




h + •> > /W T • y f 'J > - 2 - >f /U ) - 8 - 


/ 


f- )V- 1 . 


4 


- iP \z KD-4-;t+V + y 'J ^-S-^^l/sK+vU 












Ji -f- y|/ 


6 


. 7-v?7Da-l - (4. 6->7DD-3-p 




y h + V '"s 


> 


'J )i'T I ^ \£ 'J y - 2 - >\^) - 8- y^;U-5 




- h D - 1 




4 - v> h K o - 4 - 5f 4- V + y 'J > - 3 - ij Jl' yit ^ 




U - h 1 . 


7 


g©I^KlOml^?8[jrgfet&l. 4g«:j!lDx.> 9 0 
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5 i**:150-153'C 

'HNMR (de-DMSO) 6 ; 

1- 24 (t. J=7Hz. 3H). 1. 30 (s. 3H), 3. 
71 (s. 3H). 4. 20 (q. J=7Hz. 2H), 4. 33 

(dd. J = 5Hz. 12Hz. 2H). 6. 76 (d. J=8Hz. 

w 2H), 7. 14 (d. J=8Hz. 2H). 7. 85 (brs. 

IH). 7. 93 (t. J=10Hz. IH). 8. 27 (s. IH) 

immm9 7 ) 

5-7$y-l - (6-TEy-3. 5--:;'7ooeUv>-2- 
^ )V) - 6. 7 -v?7oo-8-j<f-;l/-l. 4-vbKo-4- 
15 ^ 'J ^ J 'J >-3-:<7yb4;>e!tg)-»B£ 

if-yU 5-Tiy-6. l-'jyuvt-l - (3. 5--:; 70 
0-6-p-y h + ->'<>-:;;U7-jyt.*'j>'>-2->ryU) - 8- 
1^ IV - I . 4 - b. h'x3-4-^^/df-y ij > - 3 - ij IV ^f. ^e- > 
U-hO. 9 9 g ir 1 2 ^^ieSe 1 0 m 1 «-Jn ;t . lOI^OJDlBiS 

L T „ 

: 2 5 0 i^m) 
'HNMR (de-DMSO) 6 ; 
25 1. 60 (s. 3H), 6. 80 (brs. 2H). 7. 96 (t. 
J=9Hz. IH). 8. 69 (s. IH) 
C##0>J 5 2 ] 

2- Tl/-4-ra^ -5-9au-3. S - y jV Tf a e ') 
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4-7'o*-3-i'DD-2. 5. 6-hU7->l';rot?';v>4. 
9 g t 2 5%T>* — T7jc4ml ^-2 Om 1 ©T-tr h *) IZM 

{C5 Om 1 0^oD+wi'A^jD^> 5 Om 1 OjSKS*"r?Jfe^Lf:e 

J-^tkLTiSSJU, 3. 8gOSia<b-&«^^#fco 
C # % ff>J 5 3 ) 

y-4-7'o-e-5-^PO-3-7;l/:!*-p-6 - (1. 
1. 3. 3-7-h-7yf-;ur^/UT;y) \£ *} -J > a>^^ 

2-T$y-4-rD-E--5-^DD-3. 6--:;7;U3t-oe''J 
y>2. 4g> 1. 1, 3. 3-7"h7y^-»U7'f-/UTi>3. 5g 
*6m 1 ON->-?^-»l'ea U K>irin^, 1 4 O-CrS 2I^K1K^ 
Lfco 50ml©^>-lf>in-^^r-»J->©iS«[ (1 : 1. 

v/v) «-Jn;t. 4 0 Om 1 o3Sta7KT2[5ii*^u/c„ W«Ji«-«l 

;UA: n-'s + i^>=l : 1) l«fer*t^a^<ttTl. 6g 
O ^ I£ ft ^ ^ ^ o 
C # % 0<1 5 4 3 

2-TlJ-^-V)\^itu-% - (1. 1. 3. 3-7^h5>f-jt/ 

2-Tiy-4-ro*-5-i'oci-3-7^U:*-o-6 - CI. 
1. 3. Z-7-V'y:^f-}\^:/t}\^TlJ) if *) 'J > 1 . Sg-S-O. 
47g©h'Ji-f-;UTi>iO. 09gOl 0 % ^< 3 if O i^fl^ t 
t hiZ 1 Oral©y^/-/HCSn;t. ^raT3 9^ra7K*^]!inL/Co 

^'DD;t;;UA^jtjn;i> SOml^^STKT'iifejl^L/Co ^'□D+wUA 
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- (i^ ^) ij f )V ^ 2 5g,fiSma[:i!'DO.-f. ;u 
tcftU. ^«fe©?4t^#<i:LT2-T$y-3-7;l'^o-6 
- (1. 1, 3. S-T-h^y^^uy-J-^WTiy) b'«Jv'>0. 75g, 
^Sfe(D?44*«&iLT2-Ti y-4-7'o*-3-:7;U:i-o-6- 
5 (1. 1, 3. Z-7-V'7;^f-)\^-r'i->\^TlJ) f'J>'>0. 2g 

C H M flaj 9 8 ] 

Jl' 1- r3-7;U;^o-6 - (1. 1. 3. z - V z> / ^ 
)\' =f- )\, T I J ) i£ >) if > - 2 - ^ JUl - 8 - :^ D □ - 6 . 7 - >' 

-> U - h g) fig 

0. 84g©3-^an-2. 4. 5-h«J7 7l/:i-D'<:>-/'r;l' 
ife»i^;l/iX7^/l/*^^>flti*JCJ:oTf^fi)tUfc3 - J. h + ->- 2- 
(3-^ao-2. 4, 5-h'J-7/U^o'<>'/>f;l/)Ti''J;Uffi! 
15 ■i-f'/l/J.X-r;l/^^*^Lfc5'oojt-wl/A^a[3ml{;^ 

-3-7^U^o-6-(l. 1. 3, 3--r-h^y^;l/7'^/UTS 

y) tf "J > 0 . 7 5g«:Sax.fco c ©^?K*«ET<r L fco 

cnjC^ 0. eSgOftfzkseBf^'J'^Ai:!. 5mlON. N-x 
yf-/l/;H;l/i»T$ K^ibnx.TQO'CTl I^Kltl* L/Co ®C?^ 3 0ml 
20 ®i^OD;fwl'A<i:3 0 Om 1 (Dm^yK^ISa^r^m. -ol^T-^'o□ 
*;UA)i;$:, 3 0 0mlfflmfS7X^2(5Ji5fe?t^L/c^>il7K Bit ^ ^ 

. -f V 7" o b* i - T- ;u CD m ir 25fe o T . 0 . 4 5 g O S 12 ft 

25 : 1 7 8 - 1 8 0 *C 

'HNMR (CDC la) 5 : 
0. 96 (s. 9H). 1. 41 (m. 9H). 1. 77 (dd. 
J = 15Hz. 22Hz. 2H). 4. 42 Cq. J=7Hz. 2H). 
4. 53 (brs. IH). 6. 44 (dd. J=3H2. 9Hz, 
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IH). 7. 30 (t. J=9H2. IH). 8. 30 (t. J= 
9Hz. IH). 8. 56 (s. IH) 

immm 9 9 ] 

1- (6-T;/-3-7>)l'7t-ob°')v>-2-'f;U) - 8 - a 
p-6. 7->'y/V:ta-4-:t^V-l. 4-vt:Ko4-yU> 
- 3 - iJ > mi <D 

si.'f- l-[3-7>»l/;*-D-6-(l. 1, 3. 3 - 7- }• ^ / 

f-zurf-zl'T^y) t''Jv>-2-'(';l/] - 8- ^'nD-6. 7- 
V 7 ;r D - 4 - + V - 1 . 4 - t K D + y 'j > - 3 - * /W 5}? 
+ >'U-h235mg*l. 2ml©4 ^^ifeK <!: Bjp» CD iS»S ( 1 : 

o 

HI : 228-230t: 

'HNMR (d.-DMSO) S; 
6. 70 (dd. J = 3Hz. 9Hz. IH). 7. 66 Ct. J 
=9H2. IH), 8. 38 (t, J=9Hz. IH). 8. 87 
( s . 1 H ) 

C SI ifi Fi) 1 0 0 ] 

7 - i Z - T I J T •>!* ^ y - \ - ^ )\^^ -1- (6-T;y-3 
-7jl/:tofc°'J-:^>-2-^/l/) - 8- :7oo-6-7;l/;rP-4 
-^4=-V- 1. 4--:;fc Ko^y 'J>-3-:»/l/H-:>l^g)-^]Sfc 

1- (6-Tiy-3-7;U:i-nbf'Jx>-2->f/l') - S- i' 
oa-6. 7-v?7/W;<-o-4-:<- + V- l. 4-i?tKD + >''J 
>-3-7!7^l/5l-:>ife57mg^ Z - 7 \ J 7-^f-=J > -igKig 3 7 m g , 
N-y^/l/fo'J-^Vl 00mgJ&190mg<DN, N-v/f-^l' 
4-^/1/ AT$ KJ-iDx.. 3 0^H9 0iCTlftJ^Lfco 0. 2m!®x 

of^Ui-T^/KOimiriSfeoT, 4 Omg©^ld<b^iK!)^«fe*&5t^<i: 
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: 250-255'TC (^») 
'HNMR (d,-DMSO) 6 ; 
3. 71 (m. IH). 4. 04 (m. 2H). 4. 67 (m. 2H). 
5 6. 44 (brs. 2H). 6. 62 (dd. J=3Hz. 9Hz, 
IH). 7. 61 (d. J=9Hz. IH). 7. 85 (t. J= 
14Hz, IH). 8. 63 (s. IH) 

:mmm 1 o i ] 

5-Tiy-l - (e-T-y-S. 5 - y y yj- a > - 2 

10 --f-fU) - 8- ^ap-6-7;U:to-7 - C3-^f-.>UT^yT 

•tff-v^>-l-^/U) - 4- ;f4-V-l. 4-ytKP^y'J>- 

3-:^;Ud-:>»<D-6-Bg 

5-Tsy-l - (6-Ti>'-3. 5-i?7;U;*-Dtryv>- 

2-'r->l') - 8- i^oa-6. 7-v?-7^U:tD-4-7r + V-l. 
15 4--:>hKa + /'J>-3-*yl';f:>Kl20mg^ S-p'-f-ybT 

i y T -tf f- y > - B^BI*a BOmg, N-;<f-;l'fay-:;>250mg 

«■ 3 0 0 m g O f 'J v> >{CjDi> 1 0 0 1 0 ^ HI L „ 5ml 

it*: 204-213°C 

'HNMR (ds-DMSO) 6 ; 
2. 02 (s. 3H). 4. 05 (m. 2H). 4. 57 (m. 2H). 
25 6. 70 (brs. 2H). 7. 48 (brs, IH). 7. 89 
(t. J = 10Hz. IH). 8. 49 is, IH) 

i^mm 10 2] 

5-T-y-i - (6-T;y-3. 5 - -J y fi^ 7t a y > - 2 

- ^ )V) - 8- ^00-6-7 ;l/:!i-n-7 - (3-b:Ko4^>T; 
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5-Ti/-l - (6-Tiy-3. 5-v;7/P^Dt°'Jv>- 
2-'f/l') - 8- ^OD-6. 7--:^7;l/5i-o-4-:t+V-l, 
4-v?t Kn + / 'J >-3-:'7^U+^>Kl 2 Omg. 3-t Kn + 
•> T i y T -tf ^ V > — tiS?i£ 80mg. N-y^^l't°D'Jv>250mg 
*300mgCDt°'J->'>ir]!lDX.. I 0 0 XT 3 ^mmW L fZo 5ml 

2ml ® i ^ y - /U«-fiDX. TfttN^ U , VfiH^^miSL. i ^ y - yU , 
vif-y|/X-7^;U©ISjri5fe-,T. 6 4 m g (DUlS.it'tm^^^fii^ 

a*: 267-290'C 

'HNMR (d,-DMSO) 5 : 

4. 09 (m. 2H). 4. 45 (m. lH). 4. 63 (m. 2H). 

5. 69 (d, J=6Hz, IH). 6. 71 (brs. 2H). 
7. 48 (brs, IH). 7. 89 (t, J = 10Hz. IH). 
8 . 5 1 ( s . 1 H ) 

( 1 ) fitMfPffl 

±iS.mmm 9 , lO. 12SO'3 9<D{b-^'^«;-:>l^T.B*<b^ 
iSf Jt^^eim* (CHEMOTERAPY, 29 (1). 76. 1981 ) 
iliHU.^i^^CS. aureus209P. S. 
epidermidi s IF012293, P. 
aeruginosa IF03445) lw*f-r«ft/MSWI!§.Jl:j8S 

(MI c : Azg/mi) ^mimttzo i^m^m 1 tz^-T o nc*. St 

> , X yu 7 o +• -9- •> > & 1/ h ;^ 7 a 4^ -y- > ir O T 1^ tH ft /J^ 
ISWfaihSS (MI C : A/g/ml) *iBiJ^t/Co Jr» 
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1 



it ^ 


S.aureus 


S.epidermidis 


P.aeruginosa 




< 0.013 


0.025 


0.05 




< 0.013 


0.025 


0.10 




0.013 


< 0.013 


0.39 




< 0.013 


0.025 


0.05 


•> :f a y a df. •/ 1/ 


0.10 


0.39 


0.20 


u 7 D 4- ■^^ -> > 


0.10 


0.39 


0.39 




0.10 


0.20 


0.78 


b X y a ^ > 


0.05 


0.20 


0.39 



±iB^j(l0>j9. 10. l2Sc^3 9©^t'&•4^)^col^T.^j^:o:J^^t 

lltlCR^'^X (5-6 jgH) CttE®|>fk-^!fe^»fllRrttS:.^ ( 4 0 m g 
/kg/lOml) t ^c^. ( 3 2 0 ~ 4 0 0 n m. 1. 8 m W 

/cm^/sec) ^4 ffiSFPBl.ra*!- L o .'Slt®^^ OmrSt 2 4. 

( 0 -^.) > sso^is ( 1 ) . ^i^soittsa ( 2 .ir) , msoit 
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ft ^ «3 




2Amm 


481^^ 




0, 0/3 


0. 0/3 


0. 0/3 




0. 0/3 


0. 0/3 


0. 0/3 


mmm 12 a^it^m 


0. 0/3 


0, 0/3 


0. 0/3 


mmm 39 o^b-g-tfei 


0. 0/3 


0. 0/3 


0. 0/3 


V 7. -y u ^ -^j- \y y 


1.8. 4/5 


0.8. 4/5 


0.2 1/5 
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i± -C- CD ^ o 




C^4'> R' JiTic^m^Xli * i/fSaiS*^ L X R*« t K o + 

R»«7X^I^^X14'> o y RM4 7K*^g^FXI4'^ o 

R*^4'^o'lf>;^^FX{4fifilS«■WUTl>TfeJ:l^ 

■T) . WliM^I^^Xli - C R" = (^C-C. RM4*^/^^. 'X D y 
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